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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutically acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R 1 " 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 " 8 represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 " 8 do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R 1 1 represents alkyl, alkenyl, alkynyl or aralkyl. 
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117. N-{2-^oo-4- [(6, 7-v^ F + y-4-+t 1 / l J-JW :f 

1 1 9. N — (2-^DD-4- {[6-p<h4 1 '>-7-(3 -tJ^'J/yo^ 
+ y)-4-+t , /'J^] ^-=^~>} 7x-JW — N ' -ynkV^l/J, 
13 5. N- (2-^PP-4- {[6-^h^~>-7 - ( 3 - h:^ 'J >V ~f U 
-4-+^/';-^+^} 7i-JW — N * -yntf;U^7l/T, 

142. N — (2-^DD-4- {[6 -y< b^->- 7 - ( 3 - fcf U h ^ 
-» -4- + yjJ^y| -N' -:7°P t^y'j?!//^ 

143. N — (2-^7DD-4- {[6 7 - (4 - tf U z?)V* 
-» -4- + / l JJ^y} 7x-JW — N ' -yu^JVOUT, 

144. N — (2-^PP-4- {[6-^h + ^-7- (2-tM'J/Xh 
- 4 7i'iW — N ' — "7°p hiJlO 1/7, 

145. N-[2-^Dn-4-(6-^h + ->-7 - {[2- (1H-1, 2, 
3 - h U 77-^- 1 — T;U) lh + y]-4- + 7U;H ^y)7iZjP]- 

146. N-[2 on- 4 - (7 - {[2 - ( 1 H — 1 — f 5^7'JJW Xh 
4 : ->]-6-^h + y-4- + ;'JJW ^y)7i^]-N' - 7° P 1/ 
7, 

148. N- [2-^PP-4- (6-/h + y-7 - {[2 - (4-yWut:^ 
^>V) Ih + y] -4- + /U;H 5*-*>0 7iiiH — N ' - 7o y 

149. N- (2-^7DP-4- {[7 - (2-kFD^yIh + y) - 6 - y< 
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151. N — (2-^PD-4- {[6-^h^^-7- 

^*5» -4-+;uji/]t+y} 7i-;i/) — n ' -ypt°;p^i/T, 

152. N-[2-^OD-4- (6-^H^->-7- {[3- (4-yt^;Hf^ 
7. 

153. N-[2-^DO-4- (6-^h^>-7- {[3- (1H-1, 2, 

-n' -yp t:;i^i/7\ 

157. N — {2-^PP-4-[ (7 - {3-[ (2 — t Kn + ^X^P) 
— N ' -7"D fcf;Pr> 1/7, 

159. N — (2-7no-4-[(6-^h + ->-7 - {[5 - (1H-1, 2, 

3 - h utv-;I/- i — r;io ^^ji/j^sw -4-+yij;w ^->]7i 

-N' -7°Pt°Jl'7U7 > 

160. N-[2-70D-4- (7- {[4- ( 1 H- 1 5 U 

+ y]-6-^h + y-4- + yiJ;H *f-*~» 7x-Jl/]-N' -7°Dt:;^l/ 

162. N — (2-700-4- ([6-/h + y-7- 

+ -4- + tV'Uxj^+y} 7i~^) — N ' - (2, 4-y7MD 
7iXJl/) ^U-7, 

163. N- (2-7DD-4- l[6-^h + y-7 - (3-Wj;7"n 
- 4 - + t7'J 7x.-)l) — N ' - (2, 4-> f y;U^- 

□ 7xZJW 9 1/7, 

164. N-[2-70D-4- (6_^ h ^^_ 7 _ {[3 _ 

7">V) 7"D^y]-4- + tyiJ^H 7i^]-N' -(2,4 

-y7MD7HJH T, 

165. N — (2-7DO-4-[ (7 - { 3 -[ ( 2 - h Kn + yX^) (y 
5=-;!/) 7$7]7"D^y) - 6-/^y-4-+t l /'J-W 7 x~ 
M — N ' - (2, 4-y*7MD7xZJW 7^7, 
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168. N- (2-^nn-4- {[6 h^v- 7 - 7 7°0 
- 4 -^/LUI/l^v-} 7i^) -N' - (2, 4-y*7MD7 

169. N- (2-700-4- {[6-^h=£->-7- ( 3 - kf U 5?;M h 
>0 -4-*yui]t^y} 7x-;i/) -N' - (2, 4-y7MP7x- 

170. N-[2-^DD-4- (6-*h^v-7- {[2- (1H-1, 2, 3- 

h'J77-ji/-i — r;i/) ih+y]-4-^yjJW 7i-j^-n' 

- (2, 4-y7MD7xZjW V V7 , 

184. N — (2-7Dn-4- {[6-^h^->-7 - (3 - t°^'J >V 7°n# 

18 5. N- (2-^no-4 - {[6 h=^>- 7 - (3 - tf^U y7 7°n# 
-4 -^±VU-;i/] tf-*^} 7i^) — N ' -X^l^l/T, *3«tr>' 
1 8 6. N — (2-i7DD-4-{[6-^h + y-7 - (4-hf'J 
-4-^/'j;H 7xZJl/) — N ' -.(2, 4 -^T'Jl/^-n^a:-^) 

« 

6 2. N- (2-7nD-4 - [(6, 7 - * h^->- 4 V'J jr* 

142. N — (2-70D-4 - {[6-^h^i>-7- ( 3 - tf U h 4 1 

c/) 7HJI/) — N ' -7'U tf;i/>7 1/7, &£ZS 

16 9. N — (2-^nn-4- {[6-7<h^5>-7 - ( 3 - t° U 
S» -4-^7'JJl/]t+y) 7xZJW — N ' - (2, 4-y7MD7x" 
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^fgBJifCck^^Wu i$$ft?n#j (M;L«\ 7j<fn#0 i-T^^ch^T# 

#3o 
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X^-A 1 
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1m m 
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fc«fcoT«$ST#£. mX&* 4-t7nu*yV>Wmmt. Org. Synth. Col. V 
ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983) * 1t teW098/47873 IZffiWi, £ 

>Bt*#te» J. Am. Chem. Soc.,_68, 1299 (1946), J. Am. Chem. Soc, 68, 1305 (19 

46)izmwt.2nz£vfcmm^mz£^T'&f&-rz>z\£&-c%z> 0 

;PAT5 K£^£^T*^l/D>slf^#:£f# (Stifi^J 3 4 , (2) 
^-yn>Slallfl:&JD«i-rs (S[jg^J3 5*«ktf3 6#BB) ^itcJ:0MieT#-5o 

iTe^ V U >»»#**JS»iCBI o TUSK SJfc/^ifg L&t^di: -d /Co 

ajiio cd * e f j t & s . 

n + >"J >S§«ft:a&s^ittffl^TS+^VU >«M**£ftUBS-fr, 4- (x h o 

s^a-j^, /t^^^A-M^) co#^T> 7km^mm.Tiz&^Tm&-?z>t 4 
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£:> |iJ4^T^I.N-7MJI/7$y7i; + ">-^ , ;'J >*«I$!lf 5 Z\ £ 
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f#<=>tlfc4- (75/7xy + y) U lWifiSt5*t»/ U 

§^ch^T^^> (IllA). 

(IglB). 

mmi* (0=C = N-R") if^^-tt (Ig2), i&S (fllAfcf, **Kb:*-MJ 
^A) <D&tETmmt£7Jl>*Mkm (R l0 Hal) £M£-fr<3 (ii3) it 

ki^os*; (i) oYt^*«iiTtirs. 

(#|*.fc£ zk^ffc^hU^A) #st, a^^7;i/^;HbS0 (R'H a K 

R"Hal) *ftm2l£ZZ£\z£'oT%mX-e&Z> (XU5&£ZS7) 0 

#e>nfc4- (7$;7i/+y) u >mm4*&%>wzttm-r%*?-w > 

;UT5> (R"NH 2 , R"R"NH) SKJS^iirS Z. £ \Z J: D §S!ir?i§r3 (Ii4 
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Z*-A 3 



- 24 - 



PCT/JP00/00255 







WO 00/43366 



PCT/JPOO/00255 



- 25 - 

nzntc.mmmz.'&t&cDjjmzm^ yy7t- hsg&ft: co=c=n-r w ) 

5> (R 2 'NH 2 ) ^f^ffl^tS ^ tCi 0 9 l^7^^Mlr^l)„ 

#^-<7\ *yu>ai±o7fi:o*tta;o«a[ai cpo ^isi, ms©^ 

TAny>|t7MJl/ (R :2 'HaK R 22 '(iR J WJ^^ylT^§tf ©7 

;u*;H95^***T) s f^ffl $ s c: t tc «fc o , (r»- 

m.Soc, 1945,67,736^ (C s2i!c CD 7j fcfe fC fi£ o T Sgjg T €T £ . 

SMS/ft 1:1^57^3 — )VMMfc terfr $ nT 5 , £5 Vi ttj.Antibiot.(l 
993),46(1),177, Ann.Pharm.Fr.l977,35,503^t3|2«feCD7jfe{C^^ TljgTt 3„ 
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2 -75 J -$15^177^^(1 J.Med.Chem.l977,20,146*¥k:IB<ft© 

jjmzm-?T&j&istz2--bn-$;&mmmmftZi&m w%.&. mm%vy 

^»©^fefct«eV^f>nfc8l*#:{C-ry^T^— ht5f>»#: (0 = C = N-R 29 ) 
S> (R 2, NH 2 ) 1tftmi£^ZZ.ii\Z&K>VU7mft*&l&'C%Z>. 
«ETAn7*>ft7;W (R 22 Hal, R 22 ' teR 22 7^x;i/Zi^ 3 
22 'OH) &'£to<DX&i (W&tf. ytMfcfo) lc «fc 0 fpffl £ -fr 5 £ £ J: 0 , 

&%wzx*-&3(Dmwizmm<DXffiiz'&^Tmj&-v&z>o 

ascular endothelial growth factor) "CPM L 7c <h ^ fc£2 u^MAPK (mitogen-acti 
vated protein kinase) OStt-fb^PlS-T £> (^SIS^Fll 1 & J; IX 2 #«0 . ifil^l*] 
M^VE G F T*9«rr5 <fc££fl:T«E0 '>^±;Pe^*tC«fc t> MA P KsWg 
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mti*n, U >lft$n^MAPKO±#^^n5 (Abedi,H. and Zachary, I., 
J.Biol.Chem., 272, 15442-15451(1997)) . MAPK (Dm&lt telfil ^fr^E \Z & & it 
^PiBiMmCDmmizmmm&mZm 5 Z\ i^^tlt^§ (Merenmies, J. et al., 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 
8,4-25(1997)). T^fgBJfCcfc Z>fc&mtlh i g%i£.%Vmftm &l€? -So 

1&(D&M>hW.< n5a^'^V^T^'5(Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) 0 fi£oT\ 2£fgBJ§lCcfc SYk-a #J 

feT, ^H^fCct^^^tt, £^C&^L7c*Il^ ^14(C#^^ignT^ 

^TS-^. BJliS:^ MiS:-^) m>rn^<Z)&4Mij&T\ t b & £ h h ^ 

mfomzfo, mnmtLxte, mt tsy°^)vm. mm, mm^u iyu v y°m 
ua&mfzn, tmnm£i,Tte, mmm, mm, ^-y°m. ^mmu^m 
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:ti^©§»d mftm^znx^zmmm, mmm. &-&m. mnm, 

TS/iS^, mig±m.f&V>)cp 0. 5-5 011%, £?£L<te, 1~2 01I% 

m^cDtM-sizifccxm^kfezftz-fi^ m?u-£o. i~ioorag/kg, 

L< 1 ~ 5 Orag/k gCDlSHT^ 0, d tl£l 0 1 [II £ 7c tei&S^H j-Tj£ 
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tgjgffijl : 2-^DD-4- [(6, 7->7h^y-4-t;'JJl/) £±j^ 7 

v^^UTJl^^F (10ml) lZ7mit± b V O A (6 0w%, 0. 72 
g) SrJn*., 5 0*CT3 0#«#M&MK:U 4-7$;-3-^nD7x;- 
;U4I&tS (1. 6 1 g) SriQ^i&T 1 0#i*#L;fc. *C4-^nD-6, 7 
-y7h + y+;'J> (1. OOg) £Jn;i 1 0 Ot:T— HfcflB#L£ 0 Rj&miz 
**iP7t^ nn^ATftbttlLfc^ ^ p n*;l/AJI£t§fPj^7K*^- h U ^A 

9 g, JK^6 0 

'H-NMR (CDC Is, 4 0 OMHz) : 6 4. 05 (s, 3H), 4. 05 
(s, 3H), 4. 08 (s. 2H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 
(d, J = 2. 7Hz, 1H), 7. 41 (s, 1 H), 7. 54 (s, 1H), 8. 

4 8 (d, J = 5. 1Hz, 1H) 

MMM2 : 4- [(6, / Uil/) ^'>]-2, 3-^7 

y^fMM+yH (10ml) h U £ A (60w%, 0. 72 

g) SrflPA, 5 0tT3 0MmMSCL> 4-757-2, 3-v*^;i/7 
^J-)l^mm. ( 1 . 5 5 g) ^in^^yUT 1 0#flfc#Lfc. *C4-^OD- 
6, 7-y/h + y+;U> (1. 0 0 g ) 1 0 0 Lit. K 

fctiuz.fc&tia%.l7 on^ATliliai/tft, ^ an*;i/AJi£g£fnj^7K*:7- h 
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0 . 94g, 1W6 5 %T#^ 0 

'H-NMR (CDC 1 j, 400 MHz): 6 2. 07 (s, 3H), 2. 15 (s, 
3H), 3. 62 (s, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d, J = 8. 5Hz, 1H), 6. 
83 (d, J = 8. 5Hz, 1H), 7. 42 (s, 1H), 7. 64 (s, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1H) 

mmM3 : 4 - [(6, 7-^h^-4-^'J;P) ^^'>1-2, 
^•;i/T-'J > 

S^^^^tM^K (10ml) Kzk3Ht:J- h U ^A (60w%, 0. 36 
g) SiJP^L, 5 0tT3 0M#i^l:b« 4-757-2, 5-v**5\>U:7 
x.J-)V (1. 2 3g) ^MS'/Stl OMJ^Ufc, ^C4-^Dn-6, 7 
b*is*/ U > (1. OOg) SrjDx. 1 0 0T3T-I&» L7c 0 ^JfMlC 

Jfc8l£&» # DDJjx^A/T-fe h> (1/1) TJilllt5i/iJ*y;^D7h^ 

mmm4:3, 5 4- [(6, 7-y^h^y-4-^yj^) ^ 

y/fJ^^+yH (10ml) MJ A (60w%, 0. 36 

g) £jbn*, 5 0t)T3 0^«SItb, 4-75Z-2, 6-^DD7 

x</-;ki. 5 9 g) zmpt^UTi o$hh#l&. mzi-zuu- 6, 7 

-y7h + y+;U> (1. OOg) £}J0X. 1 0 0 °CT— $t®.W Lfz 0 Rj&mz 
7K an^;UAT«&HiLfc^, ^ o □^AS^figfp^TK^^- h U ^7 A 

7cgl££, ^ DDzN;PA/7"fe h> (1/1) timy'J^WDT 

'H-NMR (CDC U 4 0 0MHz) : 6 3. 8 4 (s, 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H), 6. 28 ( cl , J = 5. 4Hz, 1H), 6. 
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7 4 (s, 2H), 7. 43 (s, 1H), 7. 64 (s, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

ISiiMi : 4- [(6, 7->?^ ^->J -2-~ hDT 

X'J > 

i^^X^^F (15ml) (C7K^^hU^A (60wl 0. 5 4 
g) £*DX., 7 0°C~C3 Oftmm&mUiZL, 4-7$;-3-zhD7xy- 
;U (2. 0 7 g) £Jn*.^Tl 0^jS^L7to ^4 -^DD- 6, 
h + y+/U> (1. 50g) $Ml0 0tt4Ptr«lfc o 

^DD^A/7th> (i/i) -cmm-tzi'Vtiyji'&n'? bif^y 

SW!l6 : 1- [2-7^7-4 - (^>v;i/^-^-» - 5 b*i/7^-)l~\ 

1- (4-th'P + y-3-^ h + ->7i-;W - l-I^;>(20g),K 
i*U7A(18. 3g), Buit^b^-n-y^)U7>^~0A (4. 45g), 
^>yJl/7'nSF (17. 3ml) £N, N-y^fWA75H (3 0 0m 

i) {;i«iiootTiPfr«Lfco «£et»«e*s*l, 

ttEET&«£©5SLTf§eftfc»£, fgMfiilg (12. 4 7ml) £g£^ (12 
0ml) t»*L. IlT2TO^Lfc. 0 "CfCTTKM;^ K U ^A7k?£?i££ 

*Lfc. ^{C, «JET«JK£e£LT&Sft£g|;*§, x^y-;u (l l 6 0m 

i), 7K (i20mi) izm^mfxmmL, mtr (19. 2g), 
i» (101. 7g) zmx, mf&mmz 3mmvtz. ±^<bmmv. zuu 

(3/1) T&^u mj±Tmm^^L, f»e>tifcsi$* 

;i/A/H^X5^ (10/1) Tlit5yiJ^yj^n7h^77^-ia0 
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'H-NMR (CDC 1 3, 4 0 0 MH z ) : 6 2. 51 (s, 3 H) , 3 . 84 (s, 

3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

: 7- (£j>£2k^±v0 -6-*h3p^-i, 4-ybFD-4-^ 

7 U / > 

l- [2-T^y-4- {^>is)ijr*^) - 5 -y h+->7xrj|/] - 1 - 

X^/> (2 4. 9 5 g) &Th7tHD77> (4 5 0ml) {3?g#?U 
U7A^h + vH (24. 87g) £JjQ;L^T 1 mmm.W&, fllfjUX 
(3 7. 0 7ml) SrSn^MT 2 B^MflM^, 7K (150ml) S:Jp A 1 

#DDjft;i/£/jrt^/— ;U (10/1) TIPIT5y'J*7-'MD7h^ 
^ !7 ^ - fc J: D Wig U ^eofb-^-tJ^ 1 7. 16g, U$66%-ef^ 
'H-NMR (DMSO-d., 4 0 0MHz) :<53. 84 (s, 3 H) , 5 . 1 
9 (s, 2H), 5. 97 (d, J = 7. 1Hz, 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m, 6H), 7. 78 ( d , J = 7. 3Hz, 1 H), 11. 
50-11. 75 (br, 1H) 

7- (sO ; J)l7ir*i/) -6-yh^v-l, 4-yth'P-4- + ; i jy> 
(17. 16g) l;t+yM'J> (14. 1 9m 1 ) &1jUpl, iJUMMlM* im 

h U u 2*7Y.m&&lN7iT )ltJ UtttcU ;7 nn^jl/AjfiftU ;7 n nzK;i/AJi& 

A/T-feh> (10/1) TrSPiTljyU TJ-irVU^ D7h if 77 4 — (Cct 0IIS! 
U mm^lkSVQZ: 3 . 82g, iR^2l%T#7t. 

'H-NMR (CDC U 4 0 0MHz) : (5 4. 06 (s, 3H),5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m, 8H), 8. 56 (d, J=4. 9Hz, 1 H) 
m&M9 : 4 - {[7 - (^>v;U^-^'» - 6 - / h^y-4-^; 
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y}-2, 5 -y^^7Z'J > 

^/fKM+yF (25ml) h U £ A (60w%, 1. 17 

g) £iO;L, 6 0t:T3 0^IMtSI;Lfc. #{C4-T5y-2, 5-^y 
^;i/7x/-^ (4. OOg) $i!I^S?fiT 1 0 ^IM, 7- (^>v j ;u^-^ 
is) -4-^PP-6-y h^^^y U> (4. 36g) ^SPx.fco 2 2^maE 

£im CD 3 . 0 4 g, JR^ 5 2 %Tt#7c„ 

'H-NMR (CDC 1 5 , 4 0 0 MHz) : 6 2. 0 5 (s , 3H), 2. 16 
(s, 3H), 3. 58 (s, 2H), 4. 06 (s, 3H), 5. 32 (s, 2H), 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 
1H), 7. 2 8 - 7. 4 2 (m, 3H), 7. 44 (s, 1H), 7. 49-7. 
54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d, J = 5. 1Hz, 1 H) 
St^tfl (ESI -MS, m/z) : 40 1 (M'+l) 

S^iiffJ l o : N- (4 - {[7 - (^>>?;i/^-^-» - 6 -y h^->- 4 'J 

)V1 -t^rjs} -2, 5-y7^7xr^) — N ' - (2, 4-y7MD7i 

4- {[7 - (^>^;!^*>-) -6 - y h^->-4-^y u;i/] -2, 

5 --J^^ilT- 'J > (3 0 0mg) ^^DP*M (5ml) d^L/ct^ 
2, 4-/7M07xZJKyy7t-h (2 0 0 W 1) £Jn7L, 7 0°CfZT 
lUftWLfco ^^^S:, Z PD^^A/Tiz h > (75/25) TSUIf-S^ 
U^y;U^nv h^^-7^-(Ci;D*S®lL, ^Mcoit^^: 3 6 8 m g . IR^8 
8 %Tf#7c 0 

'H-NMR (CDC 1 3 , 4 0 0 M H z ) : 6 2. 17 (s, 3H), 2. 26 (s, 
3H), 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz, 1H), 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m, 3H), 6. 7 
0 (s, 3H), 7. 3 0 - 7. 5 4 (m, 7H), 7. 60 (s, 1 H), 8.. 0 
4-8. 12 (m, 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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agjgflll 1 : N- (4- {[7- (s<>z/)Usf*><) - 6 h^->-4-^ 7 'J 
M -2, 5-y^^7x_^) — N ' - (2-/h^y7i^) 

4- {[7- (^>^;|/3-*~» -6-^ h + ^+>-} -2, 

5 -i?*^)iy-ij > (3 0 0mg) ZZunfrJlA (5ml) (C^Ltc^, 
2-^^y7iZJKVy7t-h (0. 2 4ml) 70ti:tl^ 
JWUfc, ^DO^A/7th> (7 5/2 5) T'JIPiT-S 5> U 77 

'H-NMR (CDC 1 3 , 4 0 0 MHz) : <5 2. 17 (s, 3H), 2. 2 8 (s, 

3H) ( 3. 83 (s, 3H), 4. 07 (s, 3H), 5. 33 (s, 2H), 6. 

26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H), 7. 5 0 - 7. 5 6 (m, 3H), 7. 61 (s, 1H), 8. 11 

-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 

jgjfiffjl 2 : 4- {[7- (^>^;ix^-=^-» -6-* h*i/-4-*y u ;p] 
^->} -2-^Day-'j> 

y/^7W+/H (3. 6ml) (C7K^±KU^A (6 0w%, 3 20 
mg) 6 0tT3 0M#iI'fiCL/:„ ^(I4-7$y-3-7nD 

7i/-«ig ( 7 2 0mg) £ JnTL^T 1 0 7- (^>f/;P^- 

-4-i7DP-6-^h + y+/U> (600mg) ^TJOTl/io 1 0 5 "C 
T2 2fl#p B 1j^#^^^^{C7K$in^^nD^;i/Att/i5L7c^. ^on*Mi^ 

T»(« £ ® * l t ?# e nzc 33 $ * ? y - )v £ m mmm t. l tz „ mm l tz n 

£®3l33xU ^mcDlt^ty}* 5 3 3mg, iR^ 6 6 %Tl#7c 0 
'H-NMR (CDC 1 3, 400 MHz): 54. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 84 
(d, J = 8. 5Hz, 1H), 6. 93 (dd, J = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J=2. 4Hz, 1H), 7. 2 9 - 7. 4 2 (m, 3H), 
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7. 44 (s, 1H), 7. 4 9 - 7. 5 3 (m, 2H), 7. 55 (s, 1H), 

8. 45 (d, J = 5. 3 H z , 1H) 

(ESI-MS, ra/z): 4 9 7 (M*+l) 
§iMi 3 : N— (4- {[7- (£j>S£2M^v0 - 6 h^->-4-^ 7 U 
2k3 ^~^'>} -2-^DD7x-Jl/) — N ' - (2, 4-^7MD7i^) 

4- {[7- (^>>?;i/^-^-» -6-y b*is-4-3rJ u;H ^-+->} -2 

-^□n7— U > (2 6 Omg) £^OD/fUl/A (l 0ml) IzmMVfz'fe. 2, 
4-y7MD7x-MVy7t-h (198mg) £Jn;i&i&T 2 RrMa»^ 

&mwt%:2 uu^^k/t^l h> do/1) n'mmT^>->otiyji^ a 

•7 bif?7<< — OflfSSSU mmCDit^^}^ 3 3 7mg. W9 4%T#fc. 

'H-NMR (CDC 1 3, 4 0 0 MHz): 5 4. 0 4 (s, 3H), 5. 3 
2 (s, 2H), 6. 49 (d, J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m, 2H), 7. 2 2 - 7. 2 8 (m, 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H), 7. 96-8. 
04 (m, 1H), 8. 27 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 
5. 4H z , 1 H) 

HS^-tffffl (ES I - MS, m/z) : 5 6 2, 5 6 4 (M'+ 1) 
ggjfifll 1 4 : N — {2-^DD-4 - [(7-bH'n=j^^-6-p< h*~>-4-* 
SJJJU) 7x-JH -N' - (2, 4-y7)^D7x-;P) 71/7 

n- (4- {[7- (^>$>;m-*-» -6-y h^v-4-^y y;io 

-2-^D07xr:;i/) — N ' - (2, 4-y7MD7i3) 71/7 (2 1 
5mg) Sr. y/fWM7$ H (11ml) IzmML, W \UwM (2 

i5mg) 7kmnmm.T^'vimwtWLfz 0 Rj^m\zmwt^jv (3 

Oml) £3jp*., -fe^-T HttifiLfc. }«£MJ£TH£U IlCf^ti^l 7 
4m g, i«9 6 %Tf#fc„ 

'H-NMR (DMSO-d,, 4 0 0 MH z ) : 63. 9 4 (s, 3H), 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m, 1H), 7. 18 
-7. 36 (m, 3H), 7. 4 4 - 7. 5 2 (m, 2H), 7. 95 (s, 1H), 
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7. 98-8. 13 (m, 1H), 8. 23 (d, J = 9. 5Hz, 1H), 6. 
50 (d, J = 5. 1Hz, 1H), 8. 81. (s, 1H), 9. 31 (s, 1 H) 
Ri^fi (ESI-MS, m/z): 4 7 2 (M'+l) 

m&M 1 5 : 4 - {\7- (^>~J)lJr*is) -6-^h^y-4-^yjJl/l^ 
-2, 3-j?*3 L )U7=.Q> 
ittf-JVXJlttisF (6ml) \Z7kmiti-b UOA (60wt%, 0. 32 
g) ifiT3 0^Mlfcl, 4-7 = ;- 2, 3-y^^7x; 

-;K1. 1 0g) £fln*.MTl 0#ffl*#L;fc. &&C7- (^>>?;^^^) 
-4-70D-6-/ h + y+7'J> (1. 2 0 g) ^iJP^. 1 1 0*CT6B#f8Hft 

tlfcS$&, ^nnsftjUA/T-fe h> (6/1) U XtfJlZ D7 h 

^77^-iIJ;0IfiL, &m<Dit^^^0. 78g, W4 9%Tl#7Co 
'H-NMR (DMSO-d,, 4 0 0MHz) 51. 87 (s, 3H), 1. 96 
(s, 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d, J = 5. 3Hz, 1H), 6. 54 (d, J = 8. 4Hz, 1H), 
6. 69 (d, J=8. 4Hz, 1H), 7. 27-7. 51 (m, 7H), 8. 
31 (d, J = 5. 3Hz, 1H) 

mmm l 6 : N- (4- {f7 - (_^>^A^±>^ ~ 6 -y h4^->- 4 -^7 
Ujk]^£ki ~ 2 > 3-y^fj|/7x^) — N ' - (2, 4-y?7;^n7 

4 - {[7 - )Vtt*s) - 6 -y h^->- 4 -^y VJV]**-!') - 2, 

3 ->>"y^;i/7-U > (2 6 Omg) £N, N-y/fJWA7 5 K (5ml) 
fCj§«?Lfe^, 2, 4-y7MD7x-Kyy7t-h (l21mg) 

y^y— ;i/tfe#, «U mm<D^^}^2 19rag, «6 l%Tt#7c 0 
'H-NMR (DMSO-d,, 4 0 0MHz) 61. 99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 - 8. 0 8 (m, 1H), 8. 3 4- 8. 3 6 (m, 2H), 8. 
7 9 (s , 1 H) 

: 7- (^>i?)V**i/) -4- (3 -~7 )l*U - 4 - - huy^y 

^□p/<>if> (3ml) \Z7 - (^>v ? ;P^-+-» -4-^OD-6-/h 
^->^y U >(3 0 Omg), Z - 7 )V3ru - 4 hD7i;-JK7 8 5mg) 
£*g$PU 13 0t:f5Wj$Lit o MC^no^M, TK^Yfc^- h U ^> 
A A 1 0tr^»Lfeo MJ&$?£^ PP*;l/ATJfitiiU ^DD*jl/A 

^^■y/mm.z-^-h (i/i) ■eiFit5iiy'j^yj^n7h^77^- 

(C«fcO*lt®!U mm<D<k&®}& 1 9 7mg, JRsM 7 

'H-NMR (DMSO-ch, 4 0 0MHz) (5 3. 8 3 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d, J = 5. 1Hz, 1H), 7. 2 9 - 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 

lijl 8:4- (4-7S/-3-7;i/tD7x-^y) -6-^h^->-7 

7- (^^^^vO -4- (3-7MD-4-ZhP7iy + -» -6 
-y< h^x^ / U > (19 Omg) £N, N-y7?MM7= F (5ml), 
MJX^7 5> (lml) IcigflPU zKBfcfc/^v^A (4 Omg) £#a*., 

p^;UA/^^y-;u (20/1) timily'J*WD7h^77^ 

'H-NMR (DMSO-d«, 4 0 0MHz) 63. 87 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7 - 6. 8 0 (m, 
2H), 6. 9 3 - 6. 9 9 (m, 1H), 7. 19 (s, 1H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H), 10. 03 (s, 1 H) 
iMil 9 : N — (2, 4-y7Ma7x-J^) -NT - { 2 - 7JM-p - 4 
- [(7 - b HP^y - 6 - ^ h^y - 4-^ / 'JJ1/) ^±vj 7i"JH frl^7 
4- (4-75;-3-7MD7i;+y) - 6-/ h + y-7- + y 
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— JV (7 Omg) ZfanfrJlA (l. 5ml), N, N-y^fj^^7> K 
(lml) izmMlsfzW:. 2, 4-y7MD7i-JKVy7t-h (43m 
g) £2JD*.Tgi&T 3B#ra^^Lfc 0 Klfcmz*? S— «JETiSJ££ 

S*UT#&tifc»$s, ^np^;i/A/p<^y-;u (20/1) TJgp^T-si? 

'H-NMR (DMSO-d., 4 0 0 MH z ) (5 3. 9 4 (s, 3H), 6. 47 
(d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 

34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 

30 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 
(m, 2H), 10. 10 ( s , 1 H) 

Mj&M 20 : 4-^DD-6-^h=^'>-7-4 1 /'; J — J± 

7- (^>> 5 ;W^-^^» - 4-^nn-6-^h^>^/U> (1 00mg), 

y— ;p (3oow 1 ), *&>x)Ufc>m (2 5 u i) & b U7Mo * 

?>X)l*>m (lml) !;iiL3 0^?Mj$Lfc, «JEETJ&ttE&SS 
U »e>nfc3S$ic*Kft^hU^A7K«tt*ftl7L'1'ttfcL, +h > £ in !K 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3. 9 8 (s, 3H), 7. 3 

3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J=4. 9Hz, 1H), 
8. 54 (d, J=4. 9Hz, 1H), 10. 37 (br, 1 H) 

Mt&W 2 1 : 4-7nn-6-/h^y-7 - (2-*b * ->x h =|f ^ y 'J 



4-700-6-^ h^->-7-^/'J /— ;p (5 Omg), mmiJ U #A (4 
Omg), 3 Vifrr h 7- n - y^;U7 >^EX^7 A Omg), 2-7*D ; EX^ 
^^^X-^;U (4 Omg) £N, N-y7fMM75 K (10ml) 



7DD/7> (6/2/1) TJSH|-rS'>U*y;U^P-7 h^77-f- (CfcOffl 
ML, »M^4 7mg, iK^7 4%Tf#fc 0 
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'H-NMR (CDC 1), 4 0 0MHz) : 6 3. 49 (s, 3H), 3. 88- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2 -4. 3 5 (m, 2H), 
7. 35 (d, J=4. 9Hz, 1H), 7. 40 (s, 1H), 7. 43 (s, 
1H), 8. 57 (d, J=4. 9Hz, 1 H) 

m&m2 2 : 2-^DD-4-{[(6-^ h^rSs- 7 - (2-* h^yih^y) 
y/^myH (2ml) {CzK^fb^" h 'J (6 Owl 1 5 3mg) 

6 0t:T3 0Mmiii&(iL > 4-75y-3-^DD7xy-M 

^(3 4 3mg) OftmftVfz, fr\Zi? 7. H (2 

ml) fC?g$?Lfc 4 □ □- 6 h^i/- 7 - + ^ 

/U> (2 5 4mg) ^rin^. 1 1 0"CT-M^L7Co KfoWL\Z7k$:1}UXt7 u a 

^;UA/ / T-trh> (7/3) r-lskffl'?Z>isi)Jj'f)l?n^rh?'77j-\z£K>m 

'H-NMR (CDC 1 3 , 4 0 OMHz) : 6 3. 4 9 (s , 3H), 3. 89 

-3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s, 2H), 4. 33 

-4. 35 (m, 2H), 6. 43 (d, J = 5. 4Hz, 1 H), 6. 85 (d, 

J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 (d, J = 

2. 7Hz, 1H), 7. 41 (s, 1H), 7. 52 (s, 1H), 8. 47 (d, 
J = 5 . 1Hz, 1H) 

jgjgffiJ2 3 : 2-^7DP-4 - [(6, 7 -=? * h=^>- 4 -4^V'U — ;i/) ^ 

^p<^;i/X;U*^^ H (4 0ml) b 0 O A (60w%, 5. 8 0 

g) £flnA, 6 Ott 3 O^jf^^tcLfeo *l;4-75;-3-^DD7 
x/-«l (13. 05g) £Jn*.^j&T 1 0 M^i, J. Am. Che 
m. S o c . , 6 8 , 1299 (1946), J. Am. Chem. Soc.,_6_ 

_8_, 1305 (1946) fc£izmmzn&£?temm^mz<k^T'&j%vfzt7 

nn+tyj >m$H$T*$>Z>, 4-^7DD-6, 7-y7h + y^tV'J>(8. 
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14g) £in*.£. iiot:T3 0^Lm SJMKl7K£Jnx.^nn*^ 
AjfittiC7c 0 ^ Dn^;i/ A Ji£gg?n 0^7^:7- h u ^AtRt^T^^U 

'H-NMR (CDC 1 3, 4 0 0MHz) : 5 4. 0 5 - 4. 0 8 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, J = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, 1 = 2. 7Hz, 1H), 7. 32 (s, 1H), 

7. 5 2 (s, 1H), 8. 6 4 (s, 1 H) 

(ESI-MS, m/z): 3 3 2 (M'+l) 
mmM2 4 : N-^>>^-N- (2. 4-y7MD7x-J^) 7$> 

2, 4-y7MD7-'J>(2. 3 7ml), ^>X7JPrtH (2. 3 6m 
1) &mmisfc*? y-;U (4 6ml) fCHMT^^A (5. 5 9g) £4> 

«oM^JioA> MT4 5 7>r«Lfc„ ^TTklStft;*'^^ MJ^A (2. 

6 4g) SrJn^ MTlBffWLfco Mrai^^U, 7j<, Mx^yl/ 

(3 0/1) -CirmyU^WoYh^77^-(aDiiL 1 ^HOte 
^4£>£3. 0 4 g, JK^6 0 %Tf#7Co 

'H-NMR (CDC 1,, 400 MHz): 5 4. 34 (s, 2H), 6. 56 
-6. 8 2 (m, 3H), 7. 2 5 - 7. 3 8 (m, 5 H) 

m)&M2 5 : 4- (^>>>';i/^-^'» - 5-^h^y-2-zhD^> 

TfffifccD^^/t- U- h(5 0 g), ^m^'J^A (7 6g) £N, N-v?^^ 
;U*;UAT5 H (2 0 0ml) (C^U Hfc^^ (33ml) £ 1 0 #7^ 
tfTlTL, ^.ST— fljfcjf^Lfco 7K^ 2 0 0m 1 JtlP^., S^^X^^Tffltti^, 

^X^^>y-e^^-r^ci:efe©H#:^6 8 gf#fc 0 ^^T, *?&T« 1 0 
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Om 1 &&Zfiffim2 0 0ml ^7L. 8 I^MJft#»fc:7K*llOAfc. ^6>ft£@#: 
^9 3 %, 

1 H — NMR (CDCh, 4 0 0MHz) : 3. 90 (s, 3H), 3. 98 (s, 3 
H), 5. 21 (s, 2H), 7. 08 (s, 1H), 7. 31-7. 45 (m, 5 
H), 7. 5 1 ( s , 1 H) 

: 7 ~ (£S>^£iML±>^ -6-^h^->-3, 4-> ? bKn-4- 

X- h (15. 0 g ) £M (2 0 0ml) \Z&M&* « (13. 2 g ) 

iiET-ej§15;i§SL > ?#Sn&83S£*£#>:/T<£»U 7^;i/ 2-7 
5 7-4- (^>^;i^*^) - 5 - / h + i/^>7x- hfiDlffifi^^ 9. 5 
gf#7c 0 J«7 0 % 0 

ftfoWZ^^JU 2-75Z-4- (^>~J)l3r*z/) - 5-/h + y^>y 
X- h (6 5 Omg) SN, N-y/fMM7S H (1 5ml), 7^/-;U 
(3ml) icigflpu *M7$H (0. 46ml), th'J^A/h + yh* (3 
7 3mg) ^riJDA, 10 0g£-C#iSU — ift«Lfc 0 1 
Omlin^.7to 1 M^^7KT^^^^4 J fPt"^<tlll#:^iTf±}L7Co [il #: £ 3 fx L > 
7 j<, I-f;V«il$^>7"«b, *|OM^5 6 6mgiL JR 
^8 7 % 0 

' H — NMR (DMSO-ds 4 0 0 MH z ) : 3 . 88 ( s , 3H), 5. 25 (s, 
2H), 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1 H), 12. 06 (b r , 1 H) 
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gjgffJ2 7 : 7- (^>>?;|/^-^5» -4-^DD-6-^h^>'tt'/'J> 

> (40 Omg), v ? -ryynif;i,x^;UT5> (0. 3ml) \z**ismtv> 

(515ml) 2 0#W»«EL&. Mk:&:8lf&, l 0 %7k&itj- b »J 

!OfMS;4 2 0mgtlfc o i«9 9%o 

'H-NMR (CDCh, 4 0 0MHz) : 4. 08 (s, 3H), 5. 34 (s, 2 
H), 7. 35-7. 51 (m, 7H), 8. 86 (s, 1 H) 




U^A (2 3g) £N, N-y/fMM7=F (5 0ml) k:?g$pU H-fb 
^>i?)V (6. 5ml) £ 1 0 ^tWCMT U ^T-f&jf#L/t 0 7^20 

om i &£mm2 oomi ^un*., 8 mmmwm\z7^ tiuz.tz. n^nt^mw 

i» 9 6%. 

'H-NMR (CDCh, 4 0 0MHz): 3. 8 9 (s , 3H), 3. 9 6 (s . 3 
H), 5. 21 (s, 2H), 7. 15 (s, 1H), 7. 3 4 - 7. 4 5 (m, 6 
H) 

2 9 : 6 - (^>> ? ;i/^-^^) -7-p<h^->-3, 4-yl:h'D-4- 
t/STTr^f Jl/ 5- (^>v?;i/^-^^) -4-^h + ->-2--hD^>7' 

x-h (is. 8 g ) w (200ml) \zmmms m mm (13. 9 g ) 
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4 gflfc. W7 3 %„ 

t#e>nfey^;p 2-757-5 - (^>^;i/^-^=--» - 4 -y h^v^>y 

X— h (5. 0 g) £N, N->7?MJ1/A7$ K (15 0ml), y^ y— ;p 
(30ml) izmffiL. ^;i/A75 K (3. 5ml), th'J^A^ h + vH (2. 
8 g) £;ta7L, 1 0 0££T#HflU — ^£Tm£Pf£zk£ 1 Om 

/o o 

1 H — NMR (DMSO-d*, 400MHz):3. 92 (s, 3H), 5. 21 (s, 
2H), 7. 16 (s, 1H), 7. 3 3 - 7. 4 9 (m, 5H), 7. 55 (s, 
1H), 7. 99 (s, 1H), 12. 06 (br, 1 H) 

SgitffiJ 3 0 : 6 - (^yjy)l^^jy) -4-^DD-7-^ ht^t'/U> 

6- (^ >v;i/ xJ-^-» - 7-^h + y-3, 4-ytFn-4-+t7 l J/ 
> (3. 5g), y<V7 0 0^xW5> (11. 5ml) l:^yM'J> 
(3. lral) SM, 2 0 ft$mffi\sfco •g.mzftm®.. 10%7K^ft^-h»J 

mofc&to&Z. 9g#fc„ 1K$7 2%. 

'H-NMR (CDCU, 4 0 0MHz) : 4. 0 7 (s, 3H), 5. 3 2 (s, 2 
H), 7. 3 5 - 7. 5 3 (m, 7H), 8. 86 (s, 1 H) 

1 : 4- {[7 - (^>>>';W^-^-» - 6 - y 
•t^-zs) -2-2 DD7- 'J > 
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7 - (^>v;i/^-^'» - 4-^DO-6-* blri'Jrj-W > (3 0. 0 g) 
tfh^yW^-^A^DiJF (13. 9g) £T-feh> (4 0 0ml) 
fc**PUS[iaTlt^Lfc. u®jgffil:2 0 %7^mit± h U ^AtKM£(6 4ml) 
Mbfc4-7$;-3-i7D07x;-;HiI (3 6. Og) £»L7c 

'H-NMR (DMSO-dr,, 4 0 0 MH z ) : 5 3. 9 6 (s , 3H), 5. 
34 (s, 2H), 6. 86 ( d , J = 8. 8Hz, 1H), 7. 00 (dd, J 
= 2. 7Hz, 8. 8Hz, 1H), 7. 22 (d, J = 2. 7Hz, 1 H), 7. 
3 5 - 7. 5 4 (m, 7H), 8. 5 3 (s, 1 H) 
1113 2 : N— (4- {[7- (^S>>?;M-^) - 6 - * Y*ci/- 4 
U~;t/] ^->} - 2-^DD7x^) — N ' -7°n¥)VQUT 

4- {[7- (s<>zS)U*3r>>) -6-/H + y-4-+t7 I J^] *=^'>} 

-2-^nn7-'J> (12. 2g) $jH*^DDj|>;i/Al:»))Pl/&», hUx 

^75> (8. 4mi) &miiai>&wvm&Lrco mzmfrtmnftjisA d 

2ml) l:h»J^y> (4. 5g) £JS# L KSTFLfc. 2 0 

'MWisfrm, n-7"ot>7$> (4. 9ml) £*n;Ljfc 0 MTSSKIIS 

SffiC0fb^^9. 4 gftSnfc. «6 3 %. 

'H-NMR (DMSO-d (i , 4 0 0 MH z ) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 4 - 1. 5 0 (m, 2H), 3. 0 6 - 3. 0 9 (m, '2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37-7. 57 (m, 
9H), 8. 20 (d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 
MiSffJ3 3 : N - {2-^pd-4 - [(7-b h^y-4~t 
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N- (4- {[7- (1>*?)Vttis) -6-^h*>/-4-WJz;P] ?f 
- 2-^DD7iZJH -N' -~?U\L)\,VVT (42. 2 g) $h'j7 

;i/*piti6 (200ml) \zmm\st£&, *?>x)i*>m ci 1. im 1 ) s 

SSJOLl 0 0 *CT 4 ^fl^b 7c. g?StTiL h U 7J^Pg^$ME§il 
7Co ^ofc?g-^#l(C^ DO^A, — )l>&m%.* 1 0 %7k.mti- b U 

ttSrzk, x-5 i ;POJ©Tttj*UJI^#>^ , 7?«JBETfej»-rs<»:aftj!l 

'H-NMR (DMSO-d 6 , 4 0 0 MH z ) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J=2. 7H 
z, 8. 8Hz, 1H), 8. 19 (s, 1 H) 

gjlilil, 7-y7h^y-4-^t7n> 

2-757-3, 4-y7htyMII/fJK2 0. Og, 94. 8mm 

ol)C*;i/A75K(15 0ml)^MT. 8. 5 mmi 6 0t fCTMUfc. 

SJtEJatS^S, SiflU t#bnAcM^7j< (1 0 Om 1 x 20) TiSfc^Lfc. 

^UfcttJSSrirtEETffiiftUTBWI&S: 17. 85g, W9 1. 5 %T?#7c. 

'H-NMR (DMSO-da, 4 0 0MHz) : 54. 01 (s, 3H), 4. 0 

2 (s, 3H), 7. 14 (s, 1H), 7. 34 (s ,1H), 7. 6 1 (s, 

1 H), 7 . 9 7 ( s , 1 H) 

Mt&&13 5.-4-77DP-6, 7 -y^ Mf^^VU > 

6, 7-y/h + y-4-^ , /P> (5 0. lg, 0. 2 4mol)fC7JP 
aN^> (2 5 0ml) HJzZS^iymtV > (2 5 0ml=412. 5g, 2. 
6 9mo 1 ) SrTJnATl 2 0 °CT 1 fl#Ha«i# Lfc. gifi£T?fcSP^ MJ£Ti®f!J 
(Dj-*~>mk ] ) >£S£U J8atS** ( 1 0 0 0ml) !:M7PD*^A ( 1 
0 0 0ml) ^TJD^-fCo 2 0 %7j<^fb^- h ij ^7AT7]<I©pH$6. 5 (CPKU 
Wttl/I t^^L^W^S^tK (1 0 0 0ml X6@) T8fc#L 
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7 0mi) sjpA««EU, -5t> — 1 o°c£t7££pu ata-ftiftLTawtt 

£3 8. 5g, W7 1. 4%Tf#7c 0 

'H-NMR (DMSO-di, 4 0 0 MH z ) : 54. 09 (s, 3H), 4. 0 
9 (s, 3H), 7. 14 (s, 1H), 7. 3 4 (s ,1H), 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

jgjjffy 6 : 4-^DD- 6, 7 h^'>^7^-yj > 

6, 7-y^h + y-4-+t , /P> (10. Og, 4 8. 5ramol) l;h 
;UX> (10 0ml) te&tfttz/mkV > (7. 4 g, 48. 6mmol) £ 

Mxi2ot:-r6. 5B#r«^L7co mm^-cifam^ in, n;ux> (i 

0 0ml, 5 0ml) T^lt, <£*#U 11. 5g> « 9 1 %T 

^jgM3 7 : 4- (4' -T$7-3' -^7 an) -7x7^y- 6, 7 - y* 

4-7Sy-3-^oo7x7-«i (14. 6g, 8 1mmo 1) 
^kthU^A (8. 5g, 0. 2 lmo 1) *«fctf* (90ml) 

4-^QP-6, 7-^h^t>/U> (I2g, 53mmol) * 

«fctf*3\>ux^;uyh> (225ml) san^x, 2 mmigffi Lfz 0 Kmm&m 

5 0°ClZ<%m%, ^7 □ D 7^)1/ J* (5 0 0ml) &<kZS7k (5 0 0ml) £fln*.T 
A (2 5 0ml) £jtjn*., 1 0^»Uci, 7^L;to #e>nfcW«B«£fcfc 

mm&ntzo nmzM?j-)i (5 0mn ^m^3 o^mmwLfc 

'i$is MS® • ^iLTlWt?: 1 5. 6g, W8 5 %T?#7c 0 
'H-NMR (DMSO-dfi, 4 0 0 MH z ) : 53. 95 (s, 3H), 3. 9 
7 (s, 3H), 5. 33 (s, 2H), 6. 85 (d, J = 8. 8Hz, 1H), 
6. 98 (eld, J = 2. 8Hz, J = 8. 8Hz, 1H), 7. 20 (d, J 
= 2. 8Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 8. 53 (s, 
1 H) 

38:4- (4' -7$ / - 3 ' □ □) - 7 m y =fr->- 6 , 7 - ~J * 
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4-75/-3-^n07xy-M^ (1. 3g, 7. 2mmo 1 ) 1:2 

o %7kMiti- h v*y&7kmm (3. 5mi) sscfctfzk (2 m i) *jnA»»si*-, 

4 _/7 DP _ 6( 7-^^ h + ^^^>/ij> (o. gg, 3. 6mmol), 
□ ^A (6ml) ^cky'fh^WJ^-^A^OS H (0. 58g, 1. 
8mmol) ££P*_T, 2H#|fflJf SELjfc. MJ&$t£fi^^ i'DP^A (10 
ml) (10ml) SJPAT 1 0iMW8I^Lfc«, W*K®£zKJl<£#$E 

Lfc 0 M^fczKWSrH^aD^l/A (10ml) SrJPA, lO^WJti^Ufc 

It, l#btiMI^iffIiL« ?M£f#7c 0 mst\z*& S—)V (2 

ml) £2jp*i3 0#ffllft#Lfc&, itaS • ffii»LTaW4** 1. Og, «83 
mmmi :N- (2, 4 - V 7 a -N' - {4- [(6, 7->?pt 

4- [(6, 7-y/h + y-4- + y'J)W ^"+^J - 2-7^D7-'J > 
( 1 0 Omg) £ h;i/X> (5. 0ml), h |JXW5> (1 . 0ml) tin 
ift^Lfett, y^nD/^> (1. 0ml) l:ilILfch'J^y> (10 3 
mg) &tiU^T3ftmi}UmWlMLfco 4-y7MD^>yjl,75>(5 
4m g) ^iPAT, £ £ 5 fgrWjMM Lfc 0 KJfc&fc&fn&B&zk*:*- MJ £ 
AtKM^ApA, ^□□*Jl/ATttaib, i7 n0 7ft;i/AJl£:*fE7j<JM:t- h U «^A 
TftjftLfc. «ffiTS#£@£LT»5tlfcgi$£, ^□n^;yA/ / Tii h>(2 

123mg, JK^8 0 %T?#£. 

'H-NMR (CDC 1 3, 400MHz): 54. 02 (s, 3H), 4. 03 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H), 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 9 9 (m, 4H), 
7. 03-7. 14 (m, 1 H), 7. 3 5 - 7. 4 4 (m, 2H), 7. 50 (s. 
1H), 8. 16 (t, J = 9. 0Hz, 1H), 8. 47 (d, J = 5 . 1Hz, 
1 H) 

3tfi##HI (FD-MS, m/z): 4 8 3 (M0 
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tkWfo2 : N- { 4 - [(6, 7 -j?* h^y- 4 UJP) -2-7 

)V*n7^-)i,} -N' - (2^7jM^Pxg2k) fri^T 

4- [(6, 7-v* h + ->-4- + y U;i/) ^->] - 2 -7;i/^-nT^U > 
(lOOmg) 5MH> (lOral), h'jx^75> (0. 5 m 1 ) \zmm 
mffilsfz'&. V?uu*$y (l. Oml) izmMLtc h U^X^> (4 7mg) 
^iP^.T5^r^*D^jl^b^c 0 ^(;Si2-7MDIfJl/75> (4 2mg) 

MEETmrnt^^LTmntzm^^:. O uu^s)\, K/T^Yy (2/1) TS 
iK^ 7 2 %Tt#/to 

'H-NMR (DMSO-d,, 40 0MHz) : 53. 40 (m, 1H), 3. 4 
7 (m.lH), 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J 

= 4. 9Hz, 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d, 

J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28 
(dd, J = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 

49 (s, 1H), 8. 21 (m, 1H), 8. 47 (br, 1H), 8. 48 (d, 

J = 5 . 4Hz, 1 H) 

Sl7>«rffl (E S I -MS, m/z ) : 4 0 4 (M»+ 1 ) 

HMffJ3 : N- {4- [(6, 7-y7h^->-4-^7'J^) j^vj -2- 

7;u^-d7jix.;1/} — n ' - (2 - 

4 - [(6 , 7-y^h + y-4- + /'JJW - 2 -yj^U7~V > 

(1 0 Omg) £ h;UX> (5ml), h UlW5> (1ml) f C *g$P L 7c f£ , 
y^DD^^Xzgibfch'J^^r^ (10 4mg) ^D^T'J 777^X5: 

tfu>?> (40^ i) &m^s timmffi* 2mmLfc a KJtmzm%mm.7^m-r 

h U ^AtK^?^ (1ml), ^ nnzf^A (2ml) £fin;L^ y >7±K:{£i#U 
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SlOf^fe^l 2 6mg, JRf 8 8%Tl#fc„ 

'H-NMR (CDC 1,, 4 0 0MHz) : 64. 07 (s, 3H) , 4. 09 (s, 
3H), 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0 - 6. 5 0 (br, 1 
H), 6. 61 (d. J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d, J = 7. 8Hz, 1 H), 7. 
56 (s, 1H), 7. 6 8 - 7. 7 8 (m, 2H), 7. 75 (s, 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d, J = 6 . 1Hz, 1 H), 8. 55 
(d, J=4. 1Hz, 1 H) 

MMftffim (FD-MS, m/z):4 4 8 (MO 
il^j4 : N-7'J^-N' - {4- [(6, 7y7 UJl^) Or 

4 - [(6, 7-y^h + y-4- + ;UJl/) ^~>] - 2-7MD7-U > 
(1 0 Omg) £Ml/X> (5ml), hUxf;i/7 5> (1ml) 
i?tr DD/^>MLit h Usf?^y> (10 4mg) £in*_, initftjM^ 5 # 
f^L/zo ^t:7'J^7 5> (2 2mg) £Jn*_T, $ 6 4 Lfc 0 

KfaAmzmuWcMy^m^ V U ^ATkigffc ( 1 m 1 ), ^dd^A (2ml) £in 
iHV7±™i, ^nn*;UAT*fifflL£:. «JBET&li£S£LTf#£>ft 
felSS:. £ □P^;i/A/T-fe h> (2/1) TSPit^yU^y^DThy' 

4 -iZ^Ommi^, 2 5mg, «9 8%TWco 

'H-NMR (CDC 1 3 , 4 0 0 MHz) : 53. 91-3. 96 (m, 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m, 1H), 5. 5 8 - 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1H), 7. 66 (s, 
1H), 8. 2 6 - 8. 3 3 (m, 1H), 8. 47 (d, J = 5. 9Hz, 1 H) 

n&ftViW (FD-MS, m/z) : 3 9 7 (MO 
mffiM5 : N- (4-r (6, 7-v?* h^y-4-^/ l J^) ^ 2 - ~7 

4-[ (6, 7 -v^ h^>- 4 -*cJVM t+y]-2-7MD7^U> 



WO 00/43366 



PCT/JPOO/00255 



- 51 - 

( 1 0 Omg) £ h;i/X> (10ml), h Ux^7$> (2ml) IzmMLfz 

y ^ d n ^ ^ > t: igs u ^ h u * x y > ao4mg) ^m^.x5^-mijam 

mmLfzo &IZ7' 'a \± J17 5 > (29mg) &tiUz_. 4 0 ftmumWffi. Lfz. K 

7 umfr)ii±/ do/1) TIPIt§iiyU*y;^o-7h^7 

'H-NMR (CDC 1 3, 4 0 0MHz) : 50. 97 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H), 4. 06 (s, 3H), 5. 11 (t, J = 5. 4Hz, 1H), 
6. 51 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 7 6 (m, 1 H), 6. 
91-6. 99 (m, 2H), 7. 48 (s, 1H), 7. 52 (s, 1H), 8. 
18-8. 23 (m, 1H), 8. 49 (d, J = 5. 6Hz, 1 H) 

(FD-MS, m/z) : 3 9 9 (M*) 
H»J6 : N — { 4 — [ ( 6 , j^vj -2-7 

4 - [(6 , 7-^h + i/-4- + yij;P) - 2 -7MP7-U > 

(lOOmg) ^hJH> (6ml), h'JX^7$> (1. 0 m 1 ) IZtiUf&M 
ffiLtztik* V7UU*$> ( l . Om 1 ) IzmBLfz b iJ&7»?> (1 0 4mg) 

4-7M07*W$>MS (5 5mg) £jJDAT, £ £> £ 2 »mta»Hf 8K 

^nn*;UA/7-fe h> (2/1) tlitSy U*^J^n7 
57 J— tc«fc OHMKU Sl©ft^8 0mg, »5 5%Tf#7c 0 
'H-NMR (CDC 1 3 , 4 0 0MHz): 3 1. 6 6 - 1. 8 7 (m, 4H), 

3. 3 3 - 3. 4 0 (m, 2H), 4. 04 (s, 3H), 4. 05 (s, 3H), 

4. 44 (t, J = 5. 6Hz, 1H), 4. 56 (t, J = 5. 7Hz, 1H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 02 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 8. 
15 (t, J = 8. 9Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 

(FD-MS, m/z) : 43 1 (M*) 
mMM7 : N- {4- [(6, 1 -V* h^->-4-^/ V Jl) -2-7 

Mo7x-;H -n' - (2-y°atf-;i/) ^7i/7 

4- [(6, 7-y^h + y-4- + ;>JJW ^S/J - 2 - 7)]/*nT-V > 
(1 50mg) £ ^ o □ (10ml), h U JL^JlT 5 > (2ml) djgft? 

U y^Day^>(MLith'J*7y> (156mg) 1 0 #|HJin 

«&3SS(£Lfc. ^C^n/t;i/^7 5> (5 3mg) £}jn*.T> S S K: 3 0 #IWJn 

»sn&sis&, ^Do^M/7th> (2/D "Tigiiti^'j^yMD 

T 7^ — let »lt'&fti£l6 4rag 1 JR* 8 7 

'H-NMR (DMSO-ds, 40 0 MH z ) (52. 49-2. 51 (m, 1 H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1H), 6. 
8 9 - 6. 9 2 (m. 1H), 7. 0 4- 7. 0 6 (m, 1H), 7. 26-7. 
29 (m, 1H), 7. 39 (s, 1 H), 7. 49 (s, 1H), 8. 16-8. 
20 (m, 1H), 8. 4 6 - 8. 4 9 (m, 2 H) 

mmm 8 : n - { 4 - r ( 6 , 7-y7ht->-4-^;u^) *± ->j -2-7 

4- [(6, 7 -S?* h*->-4- + / ^5>] -2-7MQ7-U> 
(1 0 Omg) & S;UX> (8ml), hUX^7 = > (1. 0ml) tcM^ 
ffiLfz'&, h;i/X> (l. 0ml) KigflSLfc MJ**y> (47mg) <&JPA 
T5#Mini*&31«EUjfc. ^t:Mx^7 5> (6 Omg) ^JdtLT, ££>i^5 

Tt#£>n7c8l££, ^onMA/7th> (2/1) 7?JSH!?T3 ^ U 

D7 h^77-f- tCct DiSL, ^i©{t^$7 0mg. «5 3%T#7^ 0 

'H-NMR (CDC 1 3, 4 0 0 MH z): 61. 21 ( t , J = 7. 3Hz, 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 

64 (br, 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd, 
J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (m, 1H), 7. 26 (b 

r, 1H), 7. 54 (s, 1H), 7. 62 (s, 1H), 8. 28 (t, J = 9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
Kfi##rfe (E S I -MS, m/z ) : 3 8 6 (M'+ 1 ) 

gjfljgfl|9 : N-y^;U-N' - {4- [(6, UJ|/) ^~ 

4 - [(6, 7 h^F5>- 4 -^y U;i/) :*^5>] - 2-7MD7"U > 

(lOOmg) $hJH> (8ml), h'JXfJI/75> (1. 0 m 1 ) KlinfAjg 
fi?L7cil, h;i/X> (1. Oml) (C^Lfc h U^^^r> (4 7mg) £inx. 
T5^f B WP^il»ftL^. ^C7^;i/7 5> (8 0mg) £2J0;LT, $6(C5Ptr B 1 

£>n7cg|££, ^nn*;i,A/7-tr h> (2/1) T!Jllt5y'J*^^D7 
b^:7^-^=fcD¥fffi!U ^fficTMb^-^ 1 1 7mg, iK^8 1 %Tf#/z„ 
'H-NMR (CDCh, 400MHz):<50. 94 (t, J = 7. 3Hz, 3 
H), 1. 40 (m,2H), 1. 55 (m,2H), 3. 29 (dd, J = 7. 1 
Hz, J = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88 (cl 
d, J==2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. OHz, 
1H), 7. 33 (s, 1H), 7. 55 (s, 1H), 7. 65 (s, 1H), 8. 
30 (t, J = 9. OHz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
K*^#TfI (E S I -MS, m/ z): 414 (M'+ 1 ) 

^j&fiffij 1 0 : N — (sec~ 7*^)1) — N ' - {4-\ (6, 7-y^h^y-4- 

4-[ (6, 7 0)1) ^=^->]- 2 - 7Ma7l U > 
(lOOmg), Sr^DD zf^A (5ml). MJ X^-JPT 5 > (1ml) IzmM 
lsfz'&, yyDD^^>t;i§iLfch'J*7yy (104mg) £ JD T 5 # WJ 
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tiQt&Mfttlsfco *&\Z sec - y^JU72.> (4 8 si 1 ) &jjQz.. 1 OfrmmMM 
1 7mg, JW8 9 %Tf#7c 0 

'H-NMR (CDC 1,, 4 0 0MHz) : 50. 95 (t, J = 7. 6 Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H), 1. 4 7 - 1. 5 5 (m, 2H), 
3. 7 9 - 3. 8 9 (m, 1H), 4. 04 (s, 6H), 5. 28 (d, J = 8. 
1Hz, 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 8 9 - 6. 9 8 (m, 
2H), 7. 08 (d, 1 = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 51 
(s, 1H), 8. 2 0 - 8. 2 4 (m, J = 9. OHz, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

Jf*##Hi (E S I -MS, m/z ) : 4 1 4 (M'+ 1 ) 
gUSMj 1 : N— {4-r (6, 7 -V* UJ[/) ?f-^'>]- 2 - 

7MD7iXJH -N' --fyyfj^l/T 

4-[ (6, 7-y7h + y-4- + ;ij;W ^y]-2-7J^D7-'J> 
(lOOmg) £ ^ o n (5ml), MJ x^;PT 5 > (1ml) IZMM L- 

^ DP^>(C?g$?L7c h U*X^> (104mg) £ flu * T 5 # HMD 

«tit«ELfc. ^tc-r y^ws> (5 o ^ 1 ) i o^raunJtt3»5KUfc. 

OD^;i/A/T-fe h> (4/1) Tllt^yiJAyj^OYF^ 

'H-NMR (CDC 1,,4 0 0 MH z ) : 50. 94 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m, 2H), 7. 1 
8 (s, 1H), 7. 41 (s, 1H), 7. 50 (s, 1H), 8. 18-8. 2 
3 (m, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 

ft«$Hfffi (E S I -MS, m/z ) : 414 (M*+ 1 ) 
MMM 12 :N- (4-f (6, 7 -*J* h=^->-4 U JIQ 7?*-/]- 2 - 

7MD7I-JM -N' - (1, 2-z/*?-)V7°U¥.)V) 
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4-[ (6, 7 - y7 h + - + y UJW t+y]- 2 - > 

(lOOmg), Sr^DP7^;i/A (5ml), h 'J 5 > (1ml) \Zj£M 

Lfz'&, y^DD^^>l:i§iUch'J^y> (4 7mg) &$Q Z.T 3 0 ftM 
£ifiT?il#L£. ^l:i, 2-zS*^)V~?u\Z)V7^> (55/zl) SJDtL, 1 

y-feh> (2/i) tlit5yij*y;^P7h^77^-[;ck0iili, & 

m<Dit^ty}%; 8 9mg, iR¥ 6 5 %Tf#fco 

'H-NMR (CDC 1,, 4 0 0MHz): 60. 93 (d, J = 2. 2Hz, 3 
H). 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1H), 3. 7 6 - 3. 8 4 (m, 1H), 4. 
04 (s. ( 3H), 4. 05 (s, 3H), 4. 91 (d, J = 8. 5Hz, 1H), 
6. 48 (d, J = 5. 4Hz, 1H), 6. 74 (d, J = 2. 9Hz, 1H), 
6. 91-6. 98 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 23 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H) 
KS##tM (E S I -MS, m/z ) : 4 2 8 (M*+ 1 ) 

13 :N- {2-^PD-4- [(6, 7 -*J* K3^>-4-=fr J V )V) 
sMrv'] 7 x.-)l) — N ' -y-°P bf;i/f> 

2_/ 7n n-4-[(6, 7-y/h + y-4- + y'JJW 7-'J > ( 1 

0 Omg) DD^;i/A (7. 5ml), h UlW$> (1ml) tCrg^PL 
fzm, 7DD*jl/AI:i§iLfchU*7y> (9 9mg) ^JDA.T. ;MMifit& 
5#MUfc. ^{Cn-^n tr;i/7-S> (2 1mg) ££n^T> ^bCiDiMS: 

Si® CD f t & ®) £ 3£ fi W (3 f# jfc. 

'H-NMR (CDCh,4 0 0MHz): 50. 99 (t, J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H), 3. 24-3. 31 (m, 2H), 4. 
04 (s, 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz, 1H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 (dd, 
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J = 2. 7Hz, 9. 0Hz, 1H), 7. 21 (d,J = 2. 7Hz, 1H), 
7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d, J = 9. 0Hz, 
1H), 8.5 0 (d,J = 5. 1Hz, 1 H) 

Ri^tt (FD-MS, m/ z ) : 4 1 5 , 4 17 (NT) 
^Mffll 1 4 : N- { 2 - ^ DP - 4 -r (6, 7 - -JJ. 4 / U )V) 

^•>17i-JM -N' - (4-7J^D-2-^^J|/7xr^) V UT 

2 -2UU- 4-[ (6, 7-v 5 ^ h + y-4- + y'JJW ^ >-]T ~ U > (1 
2 2mg), £^PP*JkA (10ml), h'Jx^;PT5> (1ml) k:?g#PL 
y7DP^^>l:iglfch'J^y> (llOmg) £tJn*.T3 0#F B 1 

^^TJS^L/rc ;£fc4 -7)V*u- 2 >(i26w l ) Ztinpi, 

tl7c?JI££\ t7au*)lsA/T-th> (2/1) TJg^-r^->U^^;i/^ h 
7'77^-CJ:0ffill, ^mofc^mZ 1 4 2mg, i» 7 9 %Tf#7Co 
'H-NMR (CDC lj, 4 0 OMHz) : 6 2. 37 (s, 3H), 4. 04 (s, 
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 6. 9 7 - 7. 0 6 (m, 3 H), 7 . 11-7. 14 (m, 1H), 
7. 19 (d, J = 2. 7Hz, 1H), 7. 41-7. 44 (m, 2H), 7. 
50 (s, 1H), 8. 35 (d, J = 9. OHz, 1H), 8. 50 (d, J = 
5. 4Hz , 1 H) 

IMt/fl (E S I - MS, m/z ) : 4 8 2 , 4 8 4 (M* + 1 ) 
HMffiJ 1 5 : N - ( 5 -yn^E- 6 2 - b°' J >>'Jy) — N ' - {2-^7 

PP-4-r (6, 7-y/h^y-4-^;U^) 3r*i/}~7 ^UT 

2 -/7po-4 -[ (6, 7-v* h + y-4- + yUJW xf-^>]y-U> (l 
22mg), ^^PPzN;i/A (10ml), h'JifjP7S> (1ml) fC^fL 
y^Dn^^>i;i§iLfchiJ^y'> (HOrag) eDiT3 0^ 
^rST»L7to 6 -75 J ~ 3 -7*0^- 2 -^^;yti U (2 0 8m 

g) £iin^ 2f^^T}f #L7c 0 J^^(c^^y-;i/^inA, M/ETO^ 

®SLTt#£n;t8l2£> ^7 PP^^A/7-t: h > (2/1) Tllit^y'J* 
y;U^7 dt h ^77^ — ted; 0 U il©ft^^l 5 5mg, 7 7% 
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'H-NMR (CDC 1 3 , 4 0 0MHz) : <5 2. 69 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 30 (d, 1 = 2. 7Hz, 1H), 
7. 44 (s, 1H), 7. 53 (s, 1H), 7. 75 (d, J=8. 5Hz, 
1H), 7. 93 (s, 1H), 8. 49 (d, J = 9. 0Hz, 1H), 8. 52 
(d, J = 5. 4Hz, 1H), 11. 92 (s, 1 H) 
nmfttirM (ES I -MS, m/z) : 5 4 3, 545, 547 (M*+ 1) 
SMM 16 :N ~ (2-^DP-4-r (6, 7 -z?* h^Fzs- 4-3rS V )\,) 
t^y17xz;H — N ' - (5-#pd-2 -bf'J>W 

2-*nn-4-[(6. 7-y/h + ->-4- + yij;W ^-=^->]T-U > (1 
22rag), ^^np*M (10ml), hUx^75> (1ml) IcigflPL 
y^DP^^>l:^LfchiJ^y> (llOmg) £Jn;SLT3 0#ra 
^TJWLfc, ^t:2-75 7- 5-^nneU^> (14 3mg) £2JP7L, 

ftfc38££, ^nn*j^/7t h> (2/1) TJgffiT-S 5/ l Jfjy)V& D7h 
^77^-C«kt)»8U SB©ftt**14 8mg, iRafS 8 2 %Tf#7to 
'H-NMR (CDC 1 3) 4 0 OMHz) : 6 4. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 31 (d, 3 = 2. 7Hz, 1H), 

7. 44 (s, 1H), 7. 53 (s, 1H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, J=2. 7Hz, 1H), 8. 5 0 - 8. 5 3 (m, 2H), 8. 
9 2 (s , 1 H), 12. 11 (b r s , 1 H) 

K*##Hfi (E S I -MS, m/z) 485, 487, 489: (M'+ 1) 

^Miffl 17 : N - ( 5 -T/nqe- 2 - L°'J vjkj -N'-{2-^PP-4-r(6, 

2-/7 Pn -4-[(6, 7-y/h + y-4- + yj;W t^y]7-U> (1 
22mgh &^PD*M (10ml), h'JxfJI/7$> (1ml) (C7g$?L 
fc^, yi7DO^^>[:^LfchiJ*xy> (llOmg) ^JP^T3 0^f B T 
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£itT«#Ljt. ^{C2-75y-5-7*D^t°'J> ? > (19 2mg) £;bnA, 

2i$iflJ2&ifi-i?it#Lfc. s^ttt^^y-;n£jn^L, «ffiT»«*SafeLT#6 

nfc^**, ^DD*W7th> (2/1) TSffit5y'J*y;^D7h 
^5 7^— ^.fcOfilSSL, 0 8mg, W55%THfc. 

"H-NMR (CDC 1 3, 400 MH z ) : 5 4. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H), 7. 30 (d, J = 2 . 7Hz, 1H), 

7. 45 (s, 1H), 7. 53 (s, 1H), 7. 7 7 - 7. 8 0 (m, 1H), 

8. 15 (s, 1H), 8. 39 (d, 1 = 2. 4Hz, 1H), 8. 50 (d, 
J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s , 1 H) 

MMfttitn (ES I -MS, m/z) : 5 2 9, 531, 533 (M*+ 1) 
18 : N - (2-^DD-4-f (6, 7 - h 4=- ^ - 4 - ^ y »j 

2 -/7DO-4 -[ (6, 7-y7h + ^-4- + ;'JJW ^-^~>]T-'J> (1 
OOmg) ^^on^M (10ml) fc?g#?U 2 h + y7izJK V -> 
b (54mg) $:MT6 0 r SJ«{C p< 7 -Jl&bU 

7L. M/£T^££S£LTf#btl7cg|$£, ^uutsiVK/T^ b> (6/4) 

TSPitsyu^yj^DY << -iz^ommL, ^moit^m* 1 1 1 

mg, 7 7 %Tf#7to 

'H-NMR (CDCh, 4 0 0MHz): 53. 85 (s, 3H), 4. 04 (s , 
3H), 4. 05 (s, 3H), 6. 50 (d, J = 5. 1Hz, 1H), 6. 89 
-6. 93 (m, 1H), 6. 9 8 - 7. 0 3 (m, 1H), 7. 05-7. 10 
(m, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 23 
(d, J = 2. 7Hz, 1H), 7. 35 (s, 1H), 7. 36 (s, 1H), 7. 
44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 - 8. 0 7 (m, 1H), 8. 
34 (d, J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

3S.Mft i tFri& ( E S I -MS, m/ z) : 4 8 0, 482 (M'+l) 
MMffl 1 9 : N- {2-^DD-4-r(6. 7 b^rz/- 4 - U )b) 
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t^x!7xr;H -NT - (2 -*^)V7 

2-5UU- A-{ (6, 4 - + / U;W tt>']7'-V> (1 

22rag) I^od^A (1 0ml) tc:?g3?U _o- hJKJKVyJt- h 
(5 9mg) ^JOAT^T-M^bfec ^ / -JlZmX, M/ET 

'H-NMR (CDC 1 j, 400 MH z ) : 5 2. 38 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 7. 01 (s, 1H), 7. 11-7. 14 (m, 1H), 7. 18 
(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
1H), 7. 46 (d, J = 6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 
(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
KM^-tfffl (ES I -MS, m/ z) : 4 6 4, 4 6 6 (M'+ 1) 
^ti&ffl 20 :N- {2-^an-4-r (6, h^y-4-^/iJj|/) 
tty17iZJH — N ' — (5 2 -fcf'Jy?;!/) fr^y 

2-^PD-4-[(6, 7-y^h + y-4-^;iJjW t^y]7^'J > ( 1 
2 2mgh £^nn*;UA (10ml), hUl^75> (1ml) tdjgflSL 
^□□^^>(:itiLfchU*xy> (llOmg) *JnAT3 0»W 

-75/- 5-tf3U> (120mg) ^Jn^, 2Bf^ 

s-ST?m^L7tc Kfomz^z /-)i>&iju7^ Mj£ymm^^Lxn intern 

^7DD^;lxA/T-t b> (2/1) y 'J D7 h ^'7 7 

'H-NMR (CDC 1 3 , 4 0 OMHz) : 52. 31 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 76 (d, J = 8. 3Hz, 
1H), 7. 13-7. 16 (m, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s, 1H), 8. 14 (s, 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. OHz, 1H), 12. 57 (brs, 1H) 
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KS##fffi (E S I -MS, m/z ) : 4 6 5, 4 6 7 (M*+ 1 ) 
mmm2 1 : N- {2-^PP-4-r (6, 7-y7h^y-4-»;'J^) 
t^yl7x-JH -N' - (6 2 - \L U 22k> frl^T 

2-^DD-4-[(6, 7->>y h^y-4- + ;UJW 3-*~>]y ~ U > (1 
22mg), ^^DOaK^A (10ml), hUx?Jl/7 5> (1ml) 

rem, i;?unM7>izmmvfzhi)*x¥> aiomg) ^mxx3o^-m 

£2&T«#Lfc. ^(l6-T5/-2-tf3'J> (120mg) &J)U?i, 2mm 

^PP^A/T-tz h> (2/1) TSIIBtS 'J D7 h ^7 7 

4 — t'J: OlfiL-, »ft^73mg, W 4 2 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 5 7 (s, 3H), 4. 06 (s, 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 (d, J = 8. 1Hz, 
1H), 6. 83 (d, J = 7. 6Hz, 1H), 7. 15-7. 18 (m, 1H), 

7. 30 (d, J = 2. 7Hz, 1H), 7. 44 (s, 1H), 7. 54-7. 
59 (m, 2H), 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1 H), 

8. 57 (d, J = 9. 0Hz, 1H), 12. 45 (s, 1 H) 
RIMt (E S I -MS, m/z ) : 4 6 5 , 4 6 7 (M*+ 1 ) 

mffiM2 2 : N — (2-^PP-4- [(6, 7-v?;* b*Fzs- 4 V )U) if 
±zs] 7x.~)U} — N ' - (4-^h^y7x-Jl/) "IkZMMM 

2-i?OD-4-[(6, 7-y/h + y-4- + yj;i/)^y]7- l J>(l 
OOmg) £;7PPaJs;UA (4ml) ldigfi¥Ljfc|£, 4 - ^ H + y7x-;K V 

fflL7cttf&£$3lftSil!U N-2-^PD-4 - [(6, 7 b*->- 4-* 

7 U;iO :t*~>] 7i-JKN' - (4 -X h + ^7zZJl/) 7l/7590mg, 

'H-NMR (DMS O- d., 4 0 0MHz ) : 5 3. 7 3 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H), 6. 90 (d, J = 9. 3Hz, 2H), 



WO 00/43366 



PCT/JPOO/00255 



- 61 - 

6. 97 (d, J = 6. 6Hz, 1H), 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d, J = 2. 7Hz, 1 H), 8. 39 (d, J = 
9. 0Hz, 1H), 8. 49 (s, 1 H), 8. 82 (d, J = 6. 6Hz, 1 
H), 9. 4 9 (s , 1 H) 

^ffiM2 3 :N- {2-^DP-4-r (6, 7-^h^^-4-^y'JJP) 

2-^DO-4-[(6, 7-> ? ^h^^>-4-^yij;i / ) :t^>]T-U> (l 
2 2mg) ^^DD^A (10ml) KJgflPU 1 - t7f;K V->7t-h 
(7 5mg) *SDATSiaT— Bf6fll#^Ufe. ^ y MJET 

-^•;u^inx.fco wmu^asrjir^L, n©ft^^i o 5mg, W5 7 

'H-NMR (CDC Is, 40 0 MH z ) : 6 4. 03 (s, 3H), 4. 04 (s, 
3H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s, 1H), 7. 55 
-7. 69 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz, 1H), 8. 3 8 - 8. 4 0 (m, 1H), 8. 48 (d, J = 5. 
1 H z , 1 H) 

KS##tM ( E S I -MS, m/ z) : 5 0 0, 502 (M'+l) 
gjlMffl) 2 4 : N - (2, 4-^7;i/tD7xZJb) — N ' - {4- [(6, 7-y 

4- [(6, 7-y^h + y-4- + ;iJjW 3-^^^;i/T- 
•J> (7 10mg) ^^Dn^;UA (7ml) {C^L7c^ 2, 4 -5> 7 ;!/:*- 
P7i-Myy77-h (310/tl) ^JDATMM^ 1 Htlll/:. *z 
iz^mcOJL-T-Jl^m^, *fffflLfej5t.lS*!R§l»jfiL» mM^t^®* 7 3 5m 

'H-NMR (CDC 1 3 , 4 0 0 MHz) : 32. 14 (s, 3H), 2. 27 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d, J 
= 5. 4Hz, 1H), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d, J = 8. 5Hz, 1H), 7. 10 (s, 1H), 7. 40-7. 
45 (m, 2H), 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H), 8. 
4 6 (d, J = 5. 4Hz, 1H) 
Sf*£H7fM (FAB-MS, m/z):4 8 0 (M*+l) 

mmm2 5 ; n- {4-r (6, 7 -^^ h^->-4 -^y u;i/) ^->i-2, 

4-[ (6, 7-y7h + y-4- + ;UJI/) ^y]-2, 3 -v^^MI/T^ 
U> (12 0mg) *^no (10ml), h'J JL^JIT 5 > (1ml) 

»#Lfcf*» £ n n .* > fc jgfl? b h iJ*xy> (llOmg) $Jdx.T 3 
O^PISITll^Lfc. #£4 -7;U^"P- 2 -^^;i/T-'J > (12 6^1) 

LTtfenfc^^^r, ^nn^jl/A/y ^y-;L- (9 1/9) TSPJ-f -2>->U# 

'H-NMR (CDCh, 400 MHz): <52. 12 (s, 3H), 2. 22 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1H), 6. 42 (s, 1H), 
6. 9 4 - 7. 0 3 (m, 3H), 7. 43 (s, 1H), 7. 4 6 - 7. 5 5 (m, 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1 H) 

nWMftW. (E S I -MS, m/z ) : 4 7 6 (M'+ 1 ) 
mmM2 6 : N- {4-r (6, 7-y^hty-4-t/'JJl/) 2, 

3-y^^;i/7x-jH -N' - (3 -^;p^-d- 2 -y h^->^ ji-;1/) 

z 

4-[ (6, 7-y^h^y-4- + ;iJ^) t+y]-2, 3 - ^l/TH 
'J>(12 0mg) S^DO ftJUA (10ml), h U X^JPT 5 > (1ml) \Z 

mmLfz'&. ^?nu*?>izmmisfcbij*xy> uiomg) ^mpiT3 
o^-mmiEi'vmwLrco ^tc3 - ? )v?tu-o_- 7- a 32^ n ££n 

t#btlfcSI££, 2 u n-fc)l2±/* $> (9 1/9) Tr mmT ^> V ti Y JU 
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^07h^77^-(:i:^IU mm<Dik<&m*2 3mg. JR^l 3 
'H-NMR (CDC 1 4 0 0 MH z ) : 5 2. 15 (s. 3H), 2. 3 2 (s, 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 7 2 - 6. 7 7 (m, 
1H), 6. 9 6 - 7. 0 9 (m, 3H), 7. 43 (d, J = 8 . 5Hz, 1H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02- 

8. 05 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 
J*«#tffffi (ES I -MS, m/z) : 4 9 2 (M'+l) 

%W\2 7 : N - ( 5 - yn^E- 6 -^;|/- 2 - bf 'J >?;10 — N ' — { 4 — f ( 6 . 
7-y7h^y-4-^yj;i/) ^^'>1-2, 3-y^^7x-JH frl^T 
4-[ (6, 7-y7h + y-4- + /iJjl/) t+y]-2, 3-y/Wr 
U > (1 2 Omg) £^ po^A (10ml), h Ux^75> (1ml) (C 
*#Lfc«, y^OD/^>(;ig)|Lfch[j^^> (11 Omg) $JDAT3 
0^il7?i*fl/fc. ^(c6-T5y-3-^DqE-2-^5 i ;i/t°U> ? > (2 
0 8mg) SJn^., 2^fWMTi**^Lfc. jv&mz.* «JEET 

i^SrS^LTft^frlfc^^S:, ^DD^Jl/A/^^;- ;U (9 1/9) til 
t5y'J*fJ^P7 h ^ 5 7 >r - lc «fc D U &m<D 1 0 3mg, 

« 5 2 %Tf#fc = 

'H-NMR (CDC U 4 0 OMHz) : <5 2. 16 (s, 3H), 2. 4 2 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz, 1H). 6. 64 (d, J = 8. 8Hz, 1H), 7. 
04 (d, J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 64 (s, 1H), 

7. 74 (d, J = 8. 8Hz, 1H), 7. 91 (d, J = 8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d, J = 5 . 4Hz, 1H), 11. 30 (b 
r s , 1 H) 

fi^tffi (E S I -MS, m/z) : 5 3 7, 5 3 9 (M'+ 1 ) 
HMiff'l 28 : N - ( 5 - ^ □ □ - 2 - kf 'J >*;!/) — N ' - {4 - [(6, 7 - ^ 
h^->- 4 -^7 UJU) 7^/] -2, 3-y7fJI/7xZJH $ U7 

4- [(6, 7-y7h + y-4- + /U^) ^y] -2, 3->?^^;PT^ 
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<J> (3. OOg) l^np^Jl/A (150ml), h'Jx^75> (6ml) 

izmmLfz'ik, ¥?un*?>{zmmvfzhv*xy> (2. 7 4g) ^m^x 

l!ST3 0»»Lfc o ^(C2 -7$/- 5 -£nnfcfUS?> (2. 3 8 g) 

3. 4g, JR3S7 7 %T#7"c„ 

'H-NiMR (CDC 1 3, 4 0 0-MHz): 6 2. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 6 2 - 7. 6 8 (m, 2H), 

7. 90 (d, J = 8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1H), 

8. 45 (d, J = 5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 (b 
r s , 1 H) 

SIMM (ES I-MS, m/z) : 4 7 9, 4 8 1 (M'+l) 

29 : N- (5-7'D^-2-tfiJ — N ' - {4-f (6, 1 - is 

4-[ (6, 7 h^^-4-=^yUJl/) ^-^5>]-2, 3->^^P;i/7x 
U > (1 2 Omg) ^^OD 4^;i/A (10ml), MJ X^^T 5 > (1ml) 
igflSLfclg, ^^DP^^Xc^Lfc h U^^y> (11 Omg) ^JnAT3 
O^^TJf^L/io *l:2-75;-5-7"n^tf'Jy> (19 2mg) & 

Tt#e>nfc^$^, ^ nnzK;i/A/^^y-;u (91/9) Ti^tsy'j^y 

7v]_ o 

'H-NMR (CDC I3, 40 0 MHz) : 5 2. 16 (s, 3H), 2. 3 8 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J = 5. 1 
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Hz, 1H), 6. 96 (d, J = 8. 5Hz, 1H), 7. 03 (d, J = 8. 
8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H), 7. 75-7. 7 
7 (m, 1H), 7. 89 (d, J = 8. 8Hz, 1H), 8. 31 (d, J = 2. 
4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s, 1H), 
11. 17 (brs, 1H) 

5t*##TM (E S I - MS, m/z) : 5 2 3, 5 2 5 (M'+ 1) 
mMM3 0 : N — { 4 — f ( 6 , 7 ->?;* h^>-4-^7 'J ;P) ^->1-2, 

3- y^^7xr;H -N' - (2-/h^->7x-^) fri^y 

4-[ (6, 7-y^h^y-4-^;ij;W t^>]-2, 3-i?*?-)lT~ 
U> (12 0mg) $r^DD^;PA (10ml) fcigJ&U 2-/h^y7i~ 
MV->7t-h (60// 1) SimAT^ffiT— flfeiJMfcLfc. KJftifcK:*^/ — 

mg, iR^ 7 5 %T|#fe„ 

'H-NMR (CDC U 400 MHz): 52. 16 (s, 3H), 2. 32 (s, 
3H), 3. 81 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
25 (s, 1H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 85-6. 87 
(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8 . 5Hz, 
1H), 7. 44 (s, 1H), 7. 62 (s, 1H), 8. 15-8. 17 (m, 
1H), 8. 45 (d, J = 5. 4Hz, 1 H) 

Jt*##NI (E S I -MS, m/z ) : 4 7 4 (M'+ 1 ) 
^iBfl!l3 1 : N— {4-f (6, 1 -V* h^-4-^7 U ;U) :fr4^>1-2, 
3-y^fJ|/7xZJl/} -N' - (2 

4- [ (6, 7-y^h + y-4- + /iJjW t*y]-2, 3-^*3^7 — 
U > (12 Omg) ^^PP/Jsjl/A (10ml) K:igfi?U o_- MM' ;M V ~> 
7t- h (5 5 m 1) £fl]*TMT— Bfe«#Lfc. Srt?f«fc^^ y-Jl/^JoA, 

»CT)X-^;i/^^p^fco 4ffaLfcjea*»5?L, »M^13 0mg, iR 
^ 7 0 %Tf#7c 0 
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'H-NMR (CDC 1 3 , 400 MHz): 6 2. 12 (s, 3H), 2. 22 (s, 
3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
2 3 - 6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1H), 7. 14 
-7. 17 (m, 1H), 7. 2 4- 7. 2 9 (m, 2H), 7. 43 (s. 1H), 
7. 49 (d, J = 8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d, 
J = 7. 3Hz, 1H), 8. 43 (d, J = 5 . 4Hz, 1 H) 

fCS##fM (ES I -MS, m/z) : 4 5 8 (M*+ 1) 
gj|M3 2 : N — (4 - ^PP - 2 -^^7i-J[/) - N ' - {4-\ (6, 

4-[ (6, 7-y/h + y-4- + y'JJl/) 3-^f;P7Z 
U > ( 1 2 Omg) £^7 PPtJnJI/A (10ml), h Ul^JS > (1ml) £ 

y^nD^^XcSiLfc h U*xy> (11 Omg) &to?i-C3 
0#fS^i&Tflfc#Lfc. ^(C4 dp - 2 -^^JI/J^'J > ( 1 3 0 /z 1 ) & 

T#£n&3S$£, ^nn^;i/A/^^y-;i/ (91/9) TJHWrsv'J^y 

'H-NMR (CDC1 J; 400 MHz): (52. 14 (s, 3H), 2. 18 (s, 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H). 6. 
24 (d, J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 40 (s, 1H), 
7. 03 (d, J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 

4 2 - 7. 4 4 (m, 2H), 7. 60 (s, 1H), 7. 65 (d, J = 9 . 0 

Hz, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
SfS^trffi (E S I -MS, m/z ) : 4 9 2, 4 9 4 (M' + 1) 

mmM3 3 : N- {4-r (6, 7-y?^ h^-4-^7 UjU) :fr=^>l-2, 

3-y^f^7x-Jl/} -N* - (2-b°'J^;i/) frt^T 
4-[ (6, 7-y^h + y-4- + /UJI/) t+y)-2, 3--J^^)V7~ 

U > ( 1 2 Omg) $^7DD*J1/A (10ml), HJ X^7S > (1ml) \Z 

mMVtzL'ik, y^no^^>[:i§j|Uch'J*7f> (11 Omg) ££D;LT3 
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oa>MMT«#l,&. *l:2-75;if'Jy> (104mg) £in*., — Gftin 
3ftit ^ U & . & fC * * / - ;i/ £ iD , «JBET» ttt £ S£ b Tf# <=> tlTcSI £ £ , 
^dd*M//^;-^ (9 1/9) -cmmTZi/VXtfJUtm-vhlf^yj 
— fciOflMBU mm<D{t:&!®)& 7 2mg, JR^4 4 %Tt#7c. 
'H-NMR (CDC 1 3 , 4 0 OMHz) : <5 2. 16 (s, 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s. 3H), 6. 32 (d, J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d, J = 8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m, 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b 
r , 1 H) 

li^I (ES I-MS, m/z) : 44 5 (M'+l) 
$mM3 4 : N — { 4 — f ( 6 , 1 -V* h^->-4-^7 U )V) 2, 
3-i?*=5-)V7^-)l} -N' - (5-^5F-;i/-2-eU^;i/) <QVT 

4-[ (6, 7-y^h + y-4- + y | JJW t+y]-2, Z-V*3-)\,"7 — 
U> (1 2 Omg) Sr^PD*;;i/A (1 Oml), hUx?Jl/75> (1ml) \Z 
mffil>fz'&, nuM7>\zmm\^tz h U*X^'> (llOmg) ^Hk.T3 
O^WMTflMfcLfc. ^l:2-7$/-5-h°3'J> (12 Omg) £;bnA, 

tlfcm-ZZ, 2uwfc)\,2±/*9 y—)V (9 1/9) TJgPfiTS 5> U ti>f)VZ D 
V h^77^-CcfcDIISL, Si0M^12 2mg, JRSg 7 2 
'H-NMR (CDC 1,, 4 0 OMHz) : 52. 15 (s, 3H), 2. 28 (s, 
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H), 7. 43 (s, 1H), 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1H), 7. 99 (d, J = 8 . 8Hz, 1H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 44 (d, J = 5. 4Hz, 1H), 9. 
2 3 ( s , 1 H), 11. 7 7 (b r , 1 H) 
H*##Hfi (FD-MS, m/z) : 4 5 8 (MO 
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mMM3 5 : N — {4-f (6, 7 -z?* h*^- 4-*y 'J )V) :fr^->1-2, 
3-y7^7i"J|/) — N ' - ( 6 - ^ ^-JU — 2 - fc: 'J OUY 

4-[ (6, 7-y^h + y-4- + /'j;W t+y]-2, 3-z/*^JU7~ 
U > (1 2 Omg) £ ^ □ n (lOml). h U 1^75 > (1ml) td 

v ? ^nn^^>{3^bfehU*xy> (liorag) £in*.T3 
0#IHJfiifiTift#L&. *C6-7S;-2-t:3U> (12 Omg) SJ«JA. 

^PD*M/7th> (4 0/6 0) TliT5yU*y;^0-7h 

"H-NMR (CDC 1,, 40 OMHz) : 62. 16 (s, 3H), 2. 44 (s, 
3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 61 (d, J = 8. 3Hz, 1H), 6. 
82 (d, J = 7. 6Hz, 1H), 7. 04 (d, J = 8. 8Hz, 1H), 7. 
44 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1H), 7. 65 (s, 1H), 7. 
79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1 Hz , 1 H), 11. 7 6 (br, 1 H) 
3t*##Hi (FD-MS, m/z):4 5 8 (M*) 

WkMmZ 6 : N- (4- [(6, 7 -y7 h^->-4-^7 UjP) - 2, 

3_ ZL £2L±ikZ^ikj -N' - (4 -;* h^x? OUT 

4- [(6, 7-y7^y-4- + /'j;i/) ;t^>] - 2 , 3-y^W- 
U > (10 Omg) £^an*;i/A (4ml) 4-^h + y7x 

-HVy7t-h (6 0m 1) SSI^TSI-P-R^lfc. MJ£Tt£$;£^ 

JD*., WajL£i£JR£!R§l»iflU 1 1 5mg, iRsfs 7 8 

'H-NMR (CDC 1 j, 4 0 0 MH z):<52. 02 (s, 3H), 2. 30 
(s,3H), 3. 76 (s, 3H), 4. 06 (s. 3H), 4. 12 (s,3H), 

6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d. J = 9 . OHz, 2H), 
6. 91 (d, J=8. 8Hz, 1H), 7. 39 (d, J = 9. OHz, 2H), 
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7. 67 (s, 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 92 (s, 
1 H), 8. 2 0 - 8. 2 3 (m, 1 H) 

MAtttifM (E S I -MS, m/z) : 4 7 4 (M*+ 1 ) 
^ffiM3 7 : N — (2, 4-y7Ma7i^) — N ' - {4- [(6, 7 -S? 

* h*->-4 -*rj U2k) ±±>J -2, h- s J^)Vy^-M ^vt 

4- [(6, 7-y^h4y-4- + ;iJjW ^->]-2, 5-^*5^7- 
U> (2 0 0mg) £^nn^jyA (15ml) IzmMLft^. 2, 4-i?7Jl 
tn7i-JKV->7t-h (88/il) £flQATMMM£lB#P*TL7Co MJfo 
f££* ^DO^A/7th> (4/1) THWtS y 'J D7 h ^7 7 

'H-NMR (CDC 1 3 , 40 0MHz) : 5 2. 17 (s , 3 H), 2. 2 6 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
0 0 (s, 1H), 7. 4 3 (s, 1H), 7. 5 5 (s, 1H), 7. 5 9 (s, 
1H), 8. 05-8. 13 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

MAfttirM (FD-MS, m/z) : 4 7 9 (MO 
mffi.M3 8: : N- {4- [(6, 7 - ^ h^y-4-t; U;l>) ~2, 

4- [(6, 7-y/h^y-4- + /iJj[/) ^-^->]_ 2) 

UXl 50mg) SyDD^A (1 3ml), h'Jx^75Xl. 5ml) 
\zmMl>fc&. ?nnfr)\,&\zmmLfz h U*7v i > (15 1mg) £io*.T, 
j&nSftMSftS: 5 ^FbTL 7c . frizn -~7u tf;P7S > (3 3mg) ^iDAT, $ £> f3 

^nn^yA/T-fe h> (4/D TIit§y'j*y;^oY^y*77^-l: 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 0. 94 (t, J = 7. 3Hz, 3 
H) ,1. 51-1. 65 (m, 2H), 2. 15 (s, 3H), 2. 26 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m, 1H), 5. 97 (s, 1H), 6. 31 (d, 

J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 

(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 
M*#tfM (FD-MS, m/ z ) : 4 0 9 (M*) 
^Mffi]3 9 : N — (4 - ^DD - 2 — N ' - {4 -f (6. 

7-^h^y-4-^;'JJl/) ^-^->l-2, 5-y^^7x-JH frt^y 
4-[ (6, 7-y/h + y-4- + yUJI/) *+y]-2, 5-y^^7- 
U > (10 Omg) A (10ml), h l JX?Jl'75> (1ml) \Z 

mmVfzWi. ^yDD^^>Mlfch'J*7y> (9 2mg) £#n;LT3 0 
^raMTUR^Lfc. *tC4-i?DP - 2 -/W-U >(4 4 /J 1 ) 

7c c *TfcHL:fc*Sft&aHfcU *jBOfb-&4»* 1 1 8mg, iR^ 7 8 %T=f#7Co 
'H-NMR (CDC 1 j, 400 MH z ) : 5 2. 16 (s, 3H), 2. 21 (s, 
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s, 1H), 6. 32 (s, 1H), 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, 1H), 

7. 58 (s, 1H), 7. 5 9 - 7. 6 3 (m, 2H), 8. 45 (d, J = 5. 
1Hz, 1 H) 

ff*##fM (E S I -MS, m/z) : 4 9 2, 4 9 4 (M'+ 1 ) 
^»J4 0:N- (4-f (6. 7-^ t^y]-2, 
5 -y^fJl/7iZJW — N ' - (4-7^tO-2-/^7i^) frl^T 

4-[ (6, 7-y^h + y-4- + 7UJW t+yJ-2, 5-y/W^ 
U > (1 0 Omg) £ ^7 P P t^;PA (10ml), h U X^JPT 5 > (1ml) \Z 
mmisfcfe, > ? ^no^^>fci§*LfchU^y> (9 2mg) £Jn;tT3 0 
^K^^TJi^L7c 0 &IC4 -^;i/^-D- 2 -/^JI/7-U > (4 2 At 1) 
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/^L. o 

■H-NMR (CDC U 4 0 0MHz): 62. 15 (s, 6H), 2. 3 0 (s, 
3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 24 (s, 2H), 6. 
28 (d, J = 5. 1Hz, 1H), 6. 94 (s, 1H), 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 58 
(s, 1H), 7. 64 (s, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
WMfttifM ( E S I -MS, m/ z ) : 4 7 6 (M* + 1 ) 

mmM4 i : n- {4-r (6, i -v* h^->-4-^;u^) £±>±ziL 

Z 

4-[ (6, 7-^h*i/-4- + ;ij;W t+J/]-2, 5-^^^;ut- 
U> (lOOmg) 5^op (10ml), MJ x^^T 5 > (1ml) \Z 

mmisfcm, >>?unx?>izmmisttbvfcxy> (9 2mg) $mt3o 
Tf#e»n7t^$Sr, ^aD^M/7th> (2/D T~mmTz>y ] jfitf)i2 

DT h^7^f -lei DfitSSU &m<D<k&®l& 126mg, iR^s 8 3 
'H-NMR (CDC 1 3, 4 0 0MHz): 62. 16 (s , 3H), 2. 27 (s, 
3H), 3. 83 (d, J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 
(s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 7 4- 6. 7 9 (m, 
1H), 6. 9 7 - 7. 0 3 (m, 3H), 7. 44 (s, 1H), 7. 57 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s, 1H), 8. 0 2 - 8. 0 4 (m, 
1H), 8. 4 8 (d, J = 5. 1Hz, 1 H) 

K*##Ht ( E S I -MS, m/ z ) : 4 9 2 (M'+ 1 ) 
mm^\4 2 : N — {4-r (6, 7 -V* h^y-4-^yj^) xf^->l-2, 
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4-[ (6, 7-^h + y-4- + y'J^) t+y]-2, 5 - i? * f-JlsT — 
U > (1 0 Omg) Sr^PD^;PA (1 0ml) iz^ML. _o- hKJKVy 
h (4 6/z 1 ) £2m*TMT— lft«#Lfc. SJS&l&fC*^ S-Jl&iQZ., 

mTz^v xyji? h??7 j -iz£Q^mL^m<D<k&!®}$: 1 1 i m g, 

IK^7 9 %Tf#7to 

'H-NMR (CDC 1 3, 4 0 0MHz): 52. 12 (s, 6H), 2. 26 (s, 
3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz, 1H), 6. 77 (s, 1H), 6. 81 (s, 1H), 6. 91 (s, 1H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H), 
7. 42 (s, 1H), 7. 59 (s, 1H), 7. 63 ( d , J = 7. 8Hz, 
1H), 7. 68 (s, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

(ES I-MS, m/z) : 4 5 8 (M'+l) 
mmW4 3 : N — {4-r (6, 7 -z/* 4-^7 UJU) ^->1~2, 

4-[ (6, 7-y^h^y-4-^yiJJl/) t+->]-2, 5~^^^JIT~ 
U> (10 Omg) &^DD^A (10ml) IzmML, 2 - * b*~>7 x.~ 

Mv->7t-h (4 9m i) zbux-T-mmmmLfc, Kmmz*$;-)v 

'H-NMR (CDC I3, 400 MHz): 5 2. 14 (s , 3H), 2. 24 (s , 
3H), 3. 75 (s, 3H), 4. 03 (s, 3H), 4. 07 (s, 3H), 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 8 7 (m, 1H), 6. 95 
-7. 03 (m, 3H), 7. 06 (s, 1H), 7. 44 (s, 1H), 7. 56 

(s, 1H), 7. 61 (s, 1H), 7. 63 (s, 1H), 8. 17-8. 20 

(m, 1H), 8. 46 (d, J = 5 . 1Hz, 1 H) 
mmfrtirM (E S I -MS , m/ z): 4 7 4 (M*+ 1 ) 
mmm 44 : N - ( 5 - ^ - 6 - ;* 2 - b° U 22k) — N ' — { 4 — r ( 6 , 
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7-y7h ^y-4-^7'JJl/) ^->1~2, 5-y^^7x^) frlxT 
4-[ (6, 7-y7h + y-4- + yj;W t^y]-2, 5 - v^^T- ~ 
U > ( 1 0 Omg) 2:^7 PD^;i/A (10ml), h 'Jl^75> (1ml) lz 

mmvrzm, wuu**?y\zmm\^tz. v >j^y> (9 2mg) ^jn^.T3o 

^W^^T«^L7to 6 -T5 y - 3 -yn^E- 2 -p<^;i/tf ijy> (6 9 

in^oo^ATtttHU ^nn*;UA/f ^M^MJ^AT^Lfc., MEE 

'H-NMR (CDCh, 4 0 0MHz): 6 2. 18 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 
3H), 6. 34 (d, J = 5. 4Hz, 1H), 6. 57 (d, J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1 H), 7. 
70 (s, 1H), 7. 74 (d, J = 8. 5Hz, 1H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H), 11. 17 (br, 1 H) 
MiMl (ES I-MS, m/z) : 5 3 7, 5 3 9 (M'+l) 

nmm 45 n - ( 2 , 6 - b * -> - 3 - g u >^) - n ; - { 4 - r ( 6 . 

7-y^h^y-4-4 ; / l J^) ^~>l-2, 5 -S>'^ ^;t/^^-;P} frU!7 
4-[ (6, 7-y7h + y-4-^y'J^) t+y]-2, 5-y*^)lT- 
'J> (lOOrag) S^DD (10ml), h U jl^-)VT 5 > (1ml) (3 

®»Lfe^, y^Dn^^>IMl/:hiJ*X^> (9 2mg) £tjn*_T3 0 
^r^^^TJt#L7c 0 ^C3-75y-2, 6-5?* H4 1 '>tfU> ? > (7 Omg) 

)^lBXtz a flTtiBL^II^MxU mm (D 1 2 4mg, W7 9%T 
"H-NMR (CDC 1 3 , 4 0 0 MH z ) : 52. 17 (s, 3H), 2. 2 7 (s, 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4. 
07 (s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 34 (d, J = 
8. 5Hz, 1H), 6. 36 (s, 1H), 6. 74 (s, 1H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1H), 8. 
20 (d, J = 8. 3Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

Si^*fl (E S I -MS, m/z ) : 5 0 5 (M*+ 1 ) 
mM0j4 6 : N- {4- [(6, 1 -V* N4^>-4-=fr7 U AO j^vj -2. 
5-y^^7i-^} — N ' - (4 h^'>7x-;|x) UT 

4- [(6, 7-y^h + y-4-^yiJJW ^^]_ 2 , 5 _^^^;p T - 
•J > (lOOmg) ^^DD^M (4ml) tCig3?L7cf£, 4-/h + y7i 
-;Ky->T±- h (60m 1) £3&0AT^MT— «JEETSF«t*S 

5feU #snfeS$^'>I©^ □o^;UAfc^L7co fu{:#ic5i-rjl/§ 

in*., #TffiL/c£tJ&£:P5§IMU mm (D 1 1 Orag, 'K^74%-el# 
7c. 

'H-NMR (CDC 1 3 , 4 0 OMHz) : 6 2. 0 7 (s, 3H), 2. 26 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H), 6. 
39 (d, J = 6. 1Hz, 1H), 6. 80 (d, J = 9. OHz, 2H), 6. 
87 (s, 1H), 7. 36 (d, J = 9. OHz, 2H), 7. 55 (br, 1 
H), 7. 62 (s, 1H), 7. 67 (s, 1H), 7. 80 (s, 1H), 8. 
19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 
SMI (ES I-MS, m/z):4 7 4 (M*+l) 

^»J4 7 :N— {4— [(6, 7 - : J* h^'>-4-=£7 'J j^yj - 2 

4-[(6, 7-y7h + y-4- + ;iJjWt^y]-2--hn7Z'J>(l 
50mg) ^^dd^M (10ml), h'JlW5> (1. 5 m 1 ) fcigfl? 
Ufctfe, ^□D*M|;iliL/:h'J^y> (144mg) £#Px.T> flBgftjg 
&S&5#fflL;fc. ^{:n-7°Dtfj|,7 5> (3 1mg) £jJDx.T, £ <E> fcJnfS&jg 
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^;UA/T-izh> (4/1) T , JR5Br*^Uj57y;P^D-7K^7 7-r-»C«kO« 
$?U IlOfb^^l 6 Omg, *K¥8 6%Tf#7c 0 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 1. 01 (t, J = 7. 5Hz, 3 

H) ,1. 5 9 - 1. 6 9 (m, 2 H) ,3. 2 7 - 3. 3 4 (m, 2H), 4. 

05 (s, 3H), 4. 06 (s, 3H), 4. 95-5. 01 (br, 1 H)., 6. 

47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 
(d,J = 2. 7Hz, 1H), 8. 53 (d,J = 5. 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz, 1H), 9. 7 4 - 9. 7 9 (br, 1 H) 
Sfm^HTrffi (FD-MS, m/z): 4 2 6 (MO 

MMM 4 8 : N — (2, 4-y7MQ7x-Jl/) — N ' - {4 - [(6, 7 - V 

4- [(6, 7-y/h^y-4- + ;ij;i/) ^^>] - 2 - ~ hnj-'JXl 

0 Omg) £^nn*^A (1 0ml), h'Jx?JP7 5> (1ml) IzmMLtc 
^□P^;PA{C^L7chU^7.y> (9 6mg) £2in*.T, M 31 eft £ 5 
*HHIL£. #f~2, 4-y7jW07Z'J> (4 5mg) £in*.T, $ & tdjDJKi 

ft)V2*/7ilb> (3/1) TJRH|-r*i»Ji^U*y;P^P T h^^-Kcfc 
0^11, mm(Dik^ty)%: 8 1 mg, «5 6%T^fc e 

'H-NMR (CDC 1 3 , 40 0 MH z ) : 6 4. 05 (s, 3H), 4. 06 (s, 
3H), 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m, 3H), 
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 5 0 - 7. 5 4 (m, 1H), 
7. 8 8 - 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1 H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J = 9. 3Hz, 1H), 9. 
9 8 ( s , 1 H) 

Kmfttirm (FD-MS, m/z) :4 9 6 (M0 
^6SffU4 9 : N- { 3, 5-y^DD-4-r (6, 7 - VJi b ± '>~ 4 Z ± Z 
Ujk) j^v!2_x^2k} ~ N ' - (2. 4-y7MD7x-JM 1/7 

3, 5-y7DD-4-[(6, 7-y^ h + y-4-^7 U^) t+y]7~ 
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U> (5 3mg) &?nnfc)lA (5ml) K»fl¥U 2, 4-5?7WD7z 

LT»S ^opjjx^A/T-tr h> (2/1) THUJAS -> U 

7D?h^77^-CJ:Dil!l 1 &m<Dfc&!®)$: 5 6mg, JR$S 7 4%T#^ 0 
'H-NMR (CDC 1,, 4 0 0MHz) : 5 4. 05 (s, 3H), 4. 09 (s, 
3H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6 - 6. 9 3 (m, 2H), 
7. 0 5 (s, 1H). 7. 4 4 (s, 1H), 7. 4 6 (s, 1H), 7. 6 0 (s, 
2H), 7. 64 (s, 1H), 8. 01-8. 05 (m, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

SIMM (FAB-MS, m/z) : 5 2 0, 5 2 2, 5 2 4 (M'+l) 
ilW5 0 : N- (2, 4-y'7MD7x^) — N ' - (2-7;i/tD-4 

- (r6 s^~>- 7 - (2-^7^'jyihty) - 4 -^y !12kBL±id 

7xz;i/) 71/7 

N- (2, 4-y7WD7iZJW — N ' - { 2 - 7 □ - 4 - [(7-fc 
h'D + y-6-^h + y-4- + ; U ;P) 7x-;H>)I/7 (20mg), 

^i* 'J (7mg), BOity 1 - by-n-y^Jiyy'E-OA (2mg), N 

- (2-^001^) =E)V7frV>mmm (lOmg) £N, N-^^^JU^)\y 
AT 5 K (1ml) l»L70tT-^Lfc. S^*SfcfiafDj^»7K*± h 
U ^Azk^fi^ftn;^ ^7 □ njiN^ATfl&fcHL, ^ n o^UAJl^MTkiM - ?^ 
->r7ATS£*SLfc. »ffiT»lft£e5SLT»e>ftjfc$BS£» 7npm/^7 
/— ;K3 0/1) TiriT§iIy'J*WD7 h7'77^-CJ;DiSL, 
glO^t&l 4mg> 1K$5 7%Tt#fc, 

'H-NMR (CDC 1 3 , 4 0 0 MHz) : 5 2. 57 (t, J =4. 4Hz, 
4H), 2. 88 (m, 2H), 3. 69 (t, J=4. 4Hz, 4H), 3. 94 
(s. 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 ( d , J = 5. 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s, 1 H), 7. 4 
3 (s, 1H), 7. 9 6 - 8. 0 2 (m, 1H), 8. 13-8. 17 (m, 1 
H), 8. 4 4 (d, J = 5. 1 Hz, 1 H) 

5 1 : N - (2-^DD-4- { [ 6 - j* h 3^> - 7 - (2-tM'jyi 
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h±>0 -4-* JVM -t^ri/} -1ST - (2, 4-^7MP7 

x~;l/) OUT 

N- { 2 -^7 nn- 4 - [(7 -b Kn^v- 6 -pt h^v-4 U;i/) 
=^>] 7x-JH -N' - (2, 4-y7MP7x3) -71/7 (1 7 4mg) 
£N, N-y^?J^M7$h' (9ml) {~7gfi?L7ct£> U !>A (6 4 

mg), 3 r 7{b^h^-n-y5 1 ;i/T> ; e^^7A (14mg), N- (2-70D 
X^;U) U >*MI4ft (8 6mg) ^Un^fco 7 0tT17HrWE R 

^7 nnzfs;i/A/^^y-;i/ (20/1) TSIt5y'J*^>7n7h^7 7^ 

— iC«fcD*l!f®IU *lOft^^7 5mg, flX* 3 5 

'H-NMR (CDC 1 3, 4 0 0 MH z ) : 6 2. 6 0 - 2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d, J = 
5. 1Hz, 1H), 6. 8 5 - 6. 9 7 (m, 2H), 7. 09-7. 17 (m, 
2H), 7. 2 2 - 7. 2 7 (m, 2H), 7. 42 (s, 1H), 7. 50 (s, 
1H), 7. 97-8. 01 (m, 1H), 8. 28 ( cl , J = 9 . 0Hz, 1H), 
8. 51 (d, J = 5. 1Hz, 1H) 

SI^UtI (E S I -MS, m/z ) : 5 8 5 , 5 8 7 (M'+ 1 ) 
nMffl5 2 : N — (2, 4-y7MD7iZ^) — N ' - (4 - {[6-^h^ 
7- (2-^M'J/lh^-» - 4 -;^y lj;l/ ] ^->} - 2 , 5-^* 
^l^x — )l) OUT 

N- (4- {[7- (^>^;U;t^» -6 h^^-4-^7 U;i/| 
-2, 5-y^fJl/7i-J» — N ' - (2, 4-y7Mn7x-JW ^7yJ 
(3 6 6mg) £N, N-y7fWA75F (6ml) (3?g$£U 7kmt^ 
?i?OA (3 6 6mg) SriJP*., 7K^#ffl^T^T 1 f&Jf# Lfe, MEET^ffi 

«17od^i/a, j$ j-juzmmh. -t^-r hzti§L7c„ ^tc, meet 

r«£@£LTt#bn7c2g£ (2 13mg), j^ggTJ'J^A (109mg), 3^ 
te-x h 7- n -0'^)VT >=E~0 A (12mg), N — (2-^7 DDIfJW ^E;i/ 
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ftV>m.WtM. (74mg) SN, N-y^f;i/^A75 K (5ml) \zmML 

i/r#&ft&Bis&, ^dp^a/^;-^ do/1) Tjg^f-5^®-> 

U*7 f ;^OTh^77^-{:cfcDiiL < mm<D{£'£!®}& 106mg, iK>^5 
5 

'H-NMR (CDC 1,, 4 0 0MHz): 6 2. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. 0Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. 0Hz, 2H), 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s. 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

mMM5 3 : N- (4 - {[6-^h^'>-7 - (2 - t^'jyxh^j/) -4 
-^/'JM ^->) -2, 5-^^7xZ;i/) — N ' - (2-^h^->7 

N- (4- {[7- K>yj^y) -6-^h^y-4- + yj;i,] t+y) 
-2, 5-^^7i-;W — N ' - (2-^h + y7x-JW ^1/7 (3 6 
3mg) N-y^fMM7SH (6ml) f3?gfi?U TkWtit/U W 

A (3 6 3mg) £;Jjn^ 7j<i#itTSSt 1 L/c 0 MJ£T7g$££g£ 

«£LTf§Snfc3K£ (1 9 lmg), ESBtrtUtfA (2 1 9mg), 

7-n -Zf^-JUT > : E-^7A (12rag), N — ^JUsfrU > 

itB6% (14 8mg) £N, N-y/f^MJS H (5ml) {C?g^L7 0 

n^nfcs$$, ^□D^;uA/^^y-;u (10/1) Tiit^iiyu^ 

Wn7h^77-f-l:«tO»«U il©ft^l0 1mg, XK^ 5 5% 



WO 00/43366 



PCT/JP00/00255 



- 79 - 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 28 (s, 
3H), 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 86-6. 90 (m, 1H), 6. 96-7. 06 (m, 3 
H), 7. 16 (s, 1H), 7. 43 (s, 1 H), 7. 57 (s, 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d, J = 5. 4 
Hz, 1H) 

H£Sffil5 4 : N- (2-^PP-4- (T6 h^~>- 7 - (2 - ^ h^S>X 
h±jy> 7x-J[/) — N ' - (2, 4-^7;i/^-D7 

x^JU) OUT 

S^^UTJI/^^K (2ml) fc**fb:J- h U (6 0w%, 1 5 3mg) 

ssn^., 6 o'er 3 o^ffi^^iaiwL, 4-75y-3-^on7x/-jn 

&4£ (3 4 3mg) SrjbQA^jfiT 1 0#Jft#Lfc. "AiZiy ^9-)UXJV^-> K (2 
ml) KUgflPLfc4 DD- 6 h^'>- 7 - (2-^ h + ylh + y) 
yj> (2 54mg) $M1 10'Ct-M#Lfc. SJtStttCTKSSDTl^ P □ 

* PD3tc;UAji*fiaiPjRB67K*^- h U ^A7jcj»T#fc#U 

ft)\s&/7±b> (7/3) TSR!t5'> l J*Wn7^77Y-l:«fcO« 
it- 2-^7PP-4- {[(6 K^x- 7 - (2-/h^yIh + y) -4 

-+;uj^x) 7-u >*3=±f$.yot-rz>m&®3 3 2mg*nfc. -e© 

^8 3mg^^DDm (5ml) fcigflpU 2, 4-y7J^D7i^ 
-TVyJT- h (3 2 Ml) SUn^T— IftJnrttJiflEbTt. «ffiT»«t£S5&LT 

i/DD^W7'feh> (2/1) TSBHTS^U^yjP^P 

'H-NMR (DMSO-d,, 4 0 0 MH z ) 5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4- 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m, 2 
H), 7. 42 (s, 1H), 7. 50 (s, 1H), 7. 51 (s, 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d, J = 9. 0Hz, 1 H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 
Yaffil 5 5 : N - (2 -0 UU- 4 - U6 - ^ h^ri^- 7 - (2-*b :3 r 5>X 

i?*^JlX)U**><F (2ml) \Z7i<m<kj- h U >7A (6 Owl 1 5 3mg) 
£tjn*_> 6 0°CT3 OftmWmm&lZL, 4-75;-3-^DD7xy-JH 
(3 4 3mg) SrAPTL^Tl 0£Hf££Lfco ^fC ^-)VX)V^ v K (2 
ml) Lt4-^/DD-6-^ h 4 1 :> — 7 — (2-^ h + -/lh + -» ^ 

7U> (2 54mg) 1 1 0 VT-mMW Lfz* KffcmZ7k&1]UpL2 O P 

*;i/A/Til h> (7/3) TI^t§y'J*y;t/^DYh^77^-{:J;Oll 
S!U 2-^DP-4- {[(6 h=*^>- 7 - -4 
-+/UJl/]^y) 7-U >&±Mtt?»^^ 3 3 2 mg 
5^8 3mg£^DD*M (5ml) flfg^U 2-^ h + y7x'MVy 
T-T-V (35w 1) SiniAT— flftJn^iSSSLfe. iETi§I^fSLTI#6tl 
fe^^^r, ^ nn^;UA/7-fe h> (2/1) TrJlP^-fS >- U tif^O h ^ 
77^-i:,];DllgL, mm <D Wo* 3 1 ragiL 

'H-NMR (DMSO-d, 4 0 0MHz) (5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 90 (s, 3H), 3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 
2 4 - 7. 2 7 (m, 1H), 7. 42 (s, 1H), 7. 48 (d, J = 2. 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 99-9. 
0 3 (m, 2 H) 

H»J5 6:N- (2, 4 -i^yji^-ny x.-;i>) -N' - (4- (f6-^h 
=fr->-7- (2-^h^ylh^y) -2, 3 - y ^ 

^;i/^oi-;i/) «7U 7 
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N- (4- {[7- (*<>*SJl,tt>>) -6-/h^y-4- + ;'JJl/]t^y} 
-2, 3-y^?;i/7x-Jl/) — N ' - (2, 4-^7^D7z-;W >7l/7 
(2 1 3mg) £N, N-y/fMM7$ K (5ml), h 'Ji^T? > ( x 
ml) KJgflfU (4 0mg) £#n*_, 7K*#HSCT^iflT— 

ET^^gSLTflbtlfcl^ 1 84mg05^©9 Omg£N, N-v 5 ^^ 
;^;i/A7 5 K (1. 5ml) J~?g#?U U "7A (3 2mg), 3 >7 

it^h^-n-y^)lT>^:-^A (7mg), 2 
(3 2mg) Sip*., 7 0 °CT-fM# Lfco KJfS«fcflafD«K**^ H U »7A 

#j£ 1 1 0mgf#fc o 

1 H — N M R (DMSO-d., 4 0 0MHz) : 6 1. 9 7 (s , 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, J=4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 ( d , 
J = 5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 22-7. 31 
(m, 1H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m, 1H), 8. 36 (d, J = 5 . 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 
mmM5 7 : N- (4 - {\6-*h*r>'-7 - -4 
-^;'JJ|/It^y} -2, 3-y/f;i/7x-;P) — N ' - (2 - * h*is7 
OUT 

N- (4- {[7- (^>i?)Vjr*cis) - 6 b*i/-4 u;P]^^S/} 
-2, 3 -y?^^;U7ai-;ix) — N ' - (2-^h + y7x~;P) -71/7 (16 
1 mg) £N, N-y/fMJl'A7S K (4ml), h UX^7S > ( 1 m 1 ) 
tC»»L, 7jc^k/t7>"7A (3 2mg) ^in^., 7K ^H^T^T— 

Lfeo £^Ut 7 h ill b ^7 n d * ji/A/^ ^ ; - Ji/Tffi# b t . MJETiS 

tttSrSSLT^tUtSS 2 2 3mgc7)e>t»cDl l Omg £N, N-y?^;i/tf; 



WO 00/43366 



PCT/JPOO/00255 



- 82 - 



5 K (1. 5ml) fc»#U ^tZlzmmtlWA (2 3mg), BOit^- 
h^- n-f^ L )l7> : E-^A (5mg), 2 -7*DtX^M^X-f^ (2 
3mg) 7 0tT-»Lfc o ^^fCt^P^^^ N U ^A7j<?g 

^iJDA, ^ pp^ATttffiU ^DDMAlJW|-7^y^iTg 
*£L?to MmT^£®£LT?#£n/tg|££. ^ p p^A/Tii h > (2/ 

£ 8 9mg#fc. 

'H-NMR (DMSO-di, 4 0 0MHz) : 5 2. 0 0 (s, 3H), 2. 1 
7 (s, 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H), 
3. 90 (s, 3H), 4. 22 (t, J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz, 1H), 6. 81-6. 88 (m, 2H), 6. 94 — 6. 97 
(m, 2H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 (d, J = 8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz, 1H), 8. 48 (s, 1H), 8. 58 (s, 1 H) 



H»J5 8 : N— (2, 4-y7^D7i-;i/) — N ' - (4 - {[6-^H^ 
x-7- (2-^h^->Ih^y-4-^;'JJP] ^-^->} -2, 5->>'^^^ 
7 3L~)l) OUT 

n — (4 - {[ 7 - (^>>?;u^-^-» - 6 h*is-4 u;i/] 

-2, 5-y/^7x-JW — N ' - (2, 4 - v^^D ^a: OUT 
(3 6 6mg) £N, N-y^?MM75F (6ml) izMML, 7KM;A° 
•^v^A (3 6 6mg) ^Intl, 7j<*#H^TS^T 1 M#L/c 0 MffiT^S 

a, 7<^/-;i4c?g£?u -t^-r hmmvtz, mz, mjeet 

^£g£LT#£>n/t8l£ (2 13mg), j^#U<7A (109mg), BO 
it^r h7-n-7'^7> ; EZ7A (12mg). 2 - ^ P ^EX^;M ^;i/X— t 1 
;U (40y 1 ) £N, N-y7fJ^M75 H (5ml) IZI&ML 7 O^T 1 
0M^L/io MffiT?M£@£U %z>ntzn-£\Z7k*1)UXZ PP^^ATJfitti 
U ^7 p P^JWAB<£r5itSt:7~ h 'J L7c» MJETi£Sft£S£LTf#6ft 

7cg|££:, ^oo^^A/^^y-ji, (10/1) TJUm-r -> U # 7)Vt> 
DT h^7 7^-(Ccfc0HtS!L, &m<D 124rag, iK^7 3 %Tl#7c„ 
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•H-NMR (CDC 1 3 , 4 0 0MHz): 6 2. 17 (s, 3H), 2. 2 6 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H), 4. 03 
(s,3H). 4. 34 (t, J=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 57 (s, 1 
H), 8. 05-8. 14 (m, 1H), 8. 46 (d. J = 5. 4Hz, 1 H) 

W*##Nfi (E S I -MS, m/z) : 5 2 4 (M*+ 1 ) 
H»i]5 9 : N- (4- {[6-;* h^->- 7 - (2-j* h^ylh^y) -4- 
±y_UJd -2. 5-y^^l/7x^) — N ' - (2-p<h^'>7ji 

OUT 

N- (4- {[7- (^>v?;p^-^i» -6-^ h^y-4-+yj;W 3-=^>} 

-2, 5-y/^7i-W -N' - (2-/h + y7x^) t>VT (3 6 
3mg) N-y/^*Jl/A75 H (6ml) KjgftpU 7jcBfrffc/t7 5>S7 

A (3 6 3mg) £JnA, 7j(^fflITlfiT 1 8fcJg# L7c. «EET»«E*S* 

m&LTmzntzmz (i9img), mj8t*vv& (nomg). HwtT-b 

5-n-y^)lT>=E-tyA (1 2mg), 2 (8 
Omg) £N, N-y7fMJI/A7S K (5ml) L 7 0 °CT 1 

^odj^m//^;-^ (10/1) i?siiBt"Si»ii^u*y;i'^ h 

^ 7 7 -< — £ «fc t) U £im<Dlt-&%0$: 1 2 8mg, «7 6%Tt#7c 0 
'H-NMR (CDC 1,, 4 0 0MHz): (52. 17 (s, 3H), 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J = 4 . 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s, 1H), 7. 43 
(s, 1H), 7. 56 (s, 1H), 7. 58 (s, 1H), 8. 12-8. 17 
(m, 1H), 8. 45 (d, J = 5. 1Hz, 1 H) 
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mmfttirm (ESI-MS, m/z) : 5 18 (M'+ 1) 

mmmeo-.N- (4- U7- (^>>?;i/^-^'» -6-^ N^->-4-^y 

U;H^^'>} -2, 3-V* s ?)l'7x.-)V) -N' - (2-^h^y7x-^) 

4- {[7- (^>^;U^-^i» -6-* h + y-4-^;'JJ^y} -2, 
3 - v^^;i/T— U > (2 6 Omg) £N, N-y/?MM75 H (5ml) 
fCjgflPLifc^ 2-^h + y7xZMVy7t-h (116mg) ^in^.T^ 

ATfflffiU ^ D D ^Jl/ Al J i;J(lSl7 ^/^ y O A« L fc, «EET»«tS 
^ilTl#bnt?l$^> i7DD*M/7th> (2/1) TJSI!ST3i?Ji5> 

'JiJ^J^n7h^77^-CJ:f3iSl, gloM^16 9mg, iK¥4 
7 

'H-NMR (DMS O - d(, 4 0 OMH z): 51. 99 (s, 3H), 2. 0 
2 (s, 3H), 3. 83 (s- ( 3H), 3. 90 (s,3H), 5. 25 (s, 2 
H), 6. 18 (d, J = 5. 3Hz, 1H), 6. 81-6. 87 (m, 2H), 
6. 95 (d, J = 6. 1Hz, 1H), 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J = 6. 1Hz, 1H), 8. 35 (d, J = 5. 3Hz, 1H), 8. 
48 (s, 1H), 8. 58 (s, 1H) 

H»J6 1 :N-{2-^aa-4-[(6, 7 -j?* b^is- 
^-^->3 — N ' - (2, 4-y7MD7i-JH 

2-/70P-4 - [(6, 7 -y7 h^~>- 4 -^^y'U-jl/) :t+~>] 
> (2 14mg) £^nn^JUA (5ml) fc^?L7c^, 2, 4-^7;i/^-p 
7i^K7y7t-h (18 0^1) ZMtlT 7 OW 4mmKlfoLfz 0 ^Z. 

g> JR^4 6 %T#fc 0 

'H-NMR (DMSO-d,, 40 0MHz) : 6 3. 9 8 (s , 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H), 7. 2 8 - 7. 3 7 (m, 
2H), 7. 40 (s,lH), 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1 H) 
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KM^ftrM (E S I -MS, m/z ) : 4 8 7, 4 8 9 (M*+ 1 ) 
HMffi)6 2 :N-{2-^nn-4-[(6, 7 -V* h=fr->- 4 - ^t'/'J^) 

2_/7pp-4_ [( 6( 7 -vp< K^>--4 -+^~l/U-;W ^->] T-iJ 
> (5. 13g) $i7PD*M (100ml), hUlfjP75> (5 0ml) 
lzmMl<fz'&, ^OD*M (3ml) KigfllLfc: Mj7fr;*y> (4. 5 9 g) 
£iPAT3 0#R8J*#Lfc. ^(Cn--7°nhf;i/T5> (2. 7 4 g) £jJP7tT, 

&®£LTf#£ftfc^££, ^on*;i/A/'p<^/-;i/ (5 0/1) TJir^T^ 
yiJ^J^^OT htf?7 j -\Z<kK>mmL, mm^ik&WZ: 4 . Ug, IK* 
6 4 %Tf#^o 

'H-NMR (DMSO-d», 4 0 0MHz) : 50. 9 1 (t, J = 7. 3Hz, 
3H), 1. 41-1. 53 (m, 2H), 3. 05-3. 12 (m, 2H), 3. 
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J = 5. 4Hz, 1H), 
7. 22 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 46 (d, J = 2. 9Hz, 1H), 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1 H) 
H*##HS (ES I -MS, m/z) : 4 1 7 (M'+ 1) 

gg»j|6 3:N- {4-f (6, 7-y7 h^y-4-4 1 t7 l Jr.;i/) ^vl? 

xZJH — N' -Xf;^|/7 

4- [(6, 7 ->>;* h^iy- 4-=¥±VV^Jl) Or* is] T-U> (5 Omg) 

£^on*;PA (3ml), hUxfiP7 = > (0. 2ml) fciSA¥L&&, 

n:fc;kMcigft?Lfc h'J*xy>(5 0mg) £j&n*.TMT 3 O^FWUfe. 

#CfcXf 1 ;|/7'5>JfiHI4& (6 9mg) £#P*_T, $ b CgfiT- M# L^o S 
ML, iiCfk^^lOrag, »l6%Trt#feo 

'H-NMR (DMSO-d fi , 400 MH z ) : <5 1 . 07 ( t , J = 7. 3H 
z, 3 H), 3. 11-3. 14 (m, 2H), 3. 97 ( s , 3H), 3. 99 ( s , 
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3H), 6. 10 (t, J = 5. 4Hz, 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 (br, 1H), 8. 53 (s, 1 H) 
SS*##rte (E S I -MS, m/z ) : 3 6 9 (M + + 1 ) 
^fifflJ6 4 : N- {4-r (6, 7 h^->- 4 — rfr^iT 

4- [(6, 7-5?* h^^-4-^±V/U-;i/) 7-U> (5 Omg) 

£^nn*;UA (3ml), h 'Jl^7 5> (0. 2ml) 
n^ACIg^Lfc h l Jft7>y> (5 Omg) *iOAT^iaT3 0 ftm&W L7to 

^i©fb-&#1^3 Omg, iR^47%T#7t 0 

■H-NMR (DMSO-ds, 4 0 OMHz) : 60. 89 Ct, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t, J = 5. 9Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. OHz, 2H), 7. 55 (s, 1H), 8. 48 (br, 1H), 
8 . 5 3 ( s , 1 H) 

K*##rffl (E S I -MS, m/z ) : 3 8 3 (M + + 1 ) 
$£ttffl6 5 : N-y^-JU-N' - (4-r (6, 7-^h4 1 ^-4-WJ> 

;i/) ^-ji} out 

4 - [(6, 7 N + 5>- 4 7-U > (5 Omg) 

£^7 Dd^I/A (3ml), HJX^;|/7a> (0. 2ml) IzmM^fc^ 2 u 
UftJlsAlzmmistz h U*xy>(5 Omg) £ftO*.T^T3 0$HHHJMfcLfc. 
^(C7^7S> (22m 1) *lmz.T. ^etC^T-M^L^o 

*^y — fr&iax., 5 odma/^ ^y— ;i/TJswrsHPLcfc«fc offisssu 

^®©{^#I$2 9mg, W4 3%T|#;t 0 

'H-NMR (DMSO-ds, 4 0 OMHz) : 60. 91 (t, J = 7. 3H 
z, 3H), 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5 . 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br, 1H), 
8. 5 3 (s , 1 H) 

K*##tM (E S I -MS, m/z) : 3 9 7 (M + + 1) 
mt&M6 6 : N- {4-r (6, 7 ->7 K^~>- 4 ^ty^ ^*~>~\y 

x^jk) -n' -^>^;i/»j7UT 

4- [(6, 7->?* ^~>] T-'J> (5 Omg) 

nufrjlA (3ml), MJx^;P7S> (o. 2ml) 
nftfr&lz&MLfc. h ] )*7,?> (5 Omg) ^jDiT^fit 3 0#|HJif#Lfc. 

*:7$^7$> (26m i) ^rinAx, $ e> tcgifiT— b/cc Kmmz 

1 H — NMR (DMSO-de, 400 MHz): 50. 89 (t, J = 7. 1H 
z, 3H), 1. 2 7 - 1. 4 7 (m, 4H), 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d, J = 9. 0Hz, 2H), 

7. 37 (s, 1H), 7. 46 (d, J=8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 47 (br, 1H), 8. 53 (s, 1 H) 

li^lffl (E S I -MS, m/z) : 4 1 1 (M + + 1) 
^Mffi]6 7 : N- (sec-y^)l) ~N' - {4~r (6, 7->^h4->--4- 

^-j-yj— ;p) ^t^jy]y x.-ju} $_kZ 

4- [(6, 7-:x* h + *+^] T-U> (5 Omg) 

^^nD^A (3ml), hUXf)l/75> (0. 2ml) lzmMVfz'&. ?u 
UftJl&lzmffiLfc b l )*Xtf> (5 Omg) ^Sn^T^^T 3 Oa-IHJUMfcLfc. 
^(Csec-^^TS > (2 3m 1) ^iO^.T, $ b (C^y&T— HfeflRJ^ Ljfc. SJfr 

U ii(7)fb-&#1^3 3mg, iR^4 9 %Tt#/io 

'H-NMR (DMSO-dB, 4 0 0 MHz) : 5 0. 88 (t, J = 7. 3H 
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z, 3H), 1. 08 (d, J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H), 3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J = 8. 1Hz, 1H), 7. 15 (d, J = 9 . 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 38 (s, 1H), 8. 53 (s, 1 H) 
MMftVrm (ES I —MS, m/z) : 3 9 7 (M + + 1) 

^8500 6 8 : N-T'J^-N' - {4-r (6, 7 - i? * h*rzs- 4 U " 

)V) 3-3r~>17 x.-)l) OUT 

4- [(6, 7-*J* h + t+y] 7-U>(50mg) 

£^nn*;bA (3ml), h'Jxf;i/7 5> (0. 2ml) fcigflPLfc^, 
□ *;bAt»»Lfe h U*Xdr> (5 Omg) &2jn*.T^-ST 3 0#Mi*#L;fc. 
^(I7U;1/7S>MI (31mg) S^O^T, $ b K^ifiT— Bfeift# Lfeo S 

SHU, il®^»^2 1mg, i«3 3 

'H-NMR (DMSO— ds, 4 0 0MHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 07-5. 21 (m, 2H). 
5. 8 4- 5. 9 2 (m, 1H), 6. 28 (t, J = 5 . 6Hz, 1H), 7. 
16 (d, J = 9. OHz, 2H), 7. 38 (s, 1H), 7. 47 (d, J = 
9. OHz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s, 
1 H) 

SMI (ESI-MS, m/z): 38 1 (M + +l) 
H;Sfiff(16 9 : N- {4-f (6, 7 ->>'y h^y- 4 -^y*'J ~Jlx) ^~>i:7 
i-iW — N' - {2-~fU\i-)V) QVT 

4- [(6, 7-;x* h^->-4-+^i/U-;i/) t^]7-'JX5 0mg) 
^^□n*Jl/A (3ml), h'Jlf;P75> (0. 2ml) Mbfcl, 
□ 3ft;kMzig#Ufc h U*^y>(5 Omg) 0 ^HiSi^Lfc. 

^C7"PAMJl'7$>W (3 1mg) £&DAT. S6(:SfiT-*j|#L 

£:„ JKJtS^fc:^ ^ y — Jl&lmx., i7 □ n^jp a/ ^ ^ y - ^TlitSHPLCt: 

cfcO*MHU ^®<7) £2 6mg, W4 1%Wc. 'H-NMR (DMS 
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O-de, 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 89-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9Hz, 1H), 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J = 8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53 
(s, 1H), 8. 6 8 (s, 1H) 
MMftffim (ES I -MS, m/z) : 3 7 9 (M + + 1) 
^jj^[|7 0 : N- (2. 4-y7MD^>^) -n' - {4-f (6, 7-y 

4- [(6, 7 ^y-4-WJ-;W t+y] 7nj>(50mg) 

£^OD*;yA (3ml), h'JI^7 5> (0. 2ml) fcJgflPLfcS, 
□ tf^l/AfCigflPLifc h'J^y>(5 0mg) *JD/LTSiaT 3 0#ffllft#Lfc. 
#(~2, 4-y7j^O^>y>7>> (22M) £j&P*T, ^^fC^^TT- 

'H-NMR (DMSO-d s 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 9 8 
(s, 3H), 4. 3 2 -4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1 H), 7. 3 7 (s , 1 H), 7. 4 0 - 7. 4 4 (m, 
1H), 7. 48 (d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 52 
( s , 1 H), 8 . 6 9 ( s , 1 H) 

It^^i (E S I -MS, m/z ) : 4 6 7 (M + + 1 ) 

mmm? i ,-n- u-r (6, 7 -y^ h^-4-^yj ~;u) a-^>i:7 
x^juj -n' - (2 - eu 22k*3iM 

4- [(6, 7 -it* h + y-4-^/U^) t=fy]7l'J>(5 0mg) 
£^nn*;t/A (3ml), h'Jlf)!/7 5> (0. 2ml) 2? □ 

P*;i/At8Sf»Lfe h» U*xy>(5 Omg) £}jn*_T^T3 0 #RiiifS#L;t. 
Jfcfc2, 4-y7MD^>y^75> (3U1) ^Un^T, Sfcfc&iaT- 

HPLCfCfcOttffllL, mm<Dik&W&3 lmg, JRip 4 3 % Ttt^c 
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'H-NMR (DMSO-d 6 , 40 0MHz) :3. 42 (s, 2H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 27 (m, 3H), 7. 38 (s, 1H), 7. 57 (s, 1H), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8 - 7. 9 2 (m, 1H), 8. 46-8. 

4 8 (m, 1H), 8. 5 4 (s, 1H), 8. 8 7 (s, 1H), 12. 19 (s, 

1 H) 

SfM^tfffi (FD-MS, m/z) : 4 3 1 (M + ) 

mMM7 2 : N- (2, 4-y7^Q7x-Jl/) -N' - {4-r (6. 

4- [(6, 7 h + y-4-WJ-;W T-'J> (5 Omg) 

$:^OP7^;i/A (3ml) fcJ&BLjfc|£, 2, 4-y7MD7xrjKV>'7 

'H-NMR (DMSO-de, 400 MHz): 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 1 H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H), 
8. 51-8. 54 (m, 1H), 8. 54 (s, 1H), 9. 11-9. 12 (m, 
1 H) 

n&fttftM (E S I - MS, m/z ) : 4 5 3 (M + + 1 ) 

nffiM7 3 : n— {4-r (6, 7 - h^->- 4 — Zk2 ^'>17 

X.-JI} -N' - (4-7Jl/tn7xZ^) r7UT 

4 - [(6, 7 -v* h + ^-4-^^-V'U ttisl T- U > (5 Omg) 

£^DO^;|/A (3ml) l£i§fi¥L£:|£, p-7M07x-;KVy7t-h 
(2 3 /xl) *JP^.T— Hft3lP«iit8(EL/fc. SMC^ * J -;P*JnA, ^oo* 

$3 6 %Tf#fe.o 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 11-7. 15 (m, 2H), 7. 22 (d, J = 8. 8Hz, 
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2H), 7. 38 (s, 1H), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 54 (s, 1H), 8. 72 
(s, 1 H), 8. 7 5 (s, 1 H) 
H*##rte (E S I -MS, m/z ) : 4 3 5 (M + + 1 ) 
mifoM7 4 : N- {4-r (6, 7 - h^->- 4 ~;|/) ^r^-^y 
x.-)V] — N' - (2-^^7i-J^) frl^T 

4- [(6, 7 h*y-4- + tyjr:;W 7^'J> (5 Omg) 

$r^on^;i/A (3ml) \zmMLfz'&. o- h JU^t Jl^f V is7j— h (2 5 u 

i) zmxT—mummffiLtc. Kfomz*? j-^t^x. zuu^^k/ ^ 

'H-NMR (DMSO-de, 400 MHz): 2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 

-7. 19 (m, 2H), 7. 22 (d, J = 8. 8Hz, 2H), 7. 38 ( s , 

1H), 7. 5 4- 7. 5 6 (m, 3H), 7. 8 3 - 7. 8 6 (m, 1H), 7. 

93 (s, 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
J5S^f/fM (E S I-MS, m/ z ) : 4 3 1 (M + + 1 ) 
^$SffiJ7 5:N- {4-r (6, 7 - S>'^ h4^>- 4 z±± VU — ;U) 
x~;H — n' - (2-^h^y7iZJl/) Q]yT 

4 - [(6, 7-i/*V*>>- 4-*i-y°i)-)l) ^y]7zU>(5 0mg) 
£^nn*;i/A (3ml) t^fifLTciL 2- / h^y7x-JKVy7t~h 

$4 5 %-rt#7c. 0 

'H-NMR (DMSO-dr,, 4 0 OMHz) : 3. 8 9 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 (d, J =8. 
8Hz, 2H), 7. 56 (s, 1H), 8. 13-8. 15 (m, 1 H), 8. 2 
3-8. 24 (m, 1H), 8. 54 (s, 1H), 9. 40-9. 41 (m, 1 
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H) 

nmfttitm (es i -ms, m/z) 4 4 7 (m + + d 

6 : N- {2-^DD-4-[ (6, 7 -y^ h^->- 4 -=^'/U ~ 

^-^->i^^-;u) -n' -x^;p^i^t 

2 _/7po-4-[(6, 7 -v?^ h^->- 4 -^^-V/U^;U) ^-^x] T~U 
> (2 0 Omg) £^PDa|n;UA (5ml), hUl^75> (1ml) tc^S* 
Isfzm, 9 uu-fc)VK\Z.mU\st^ h 'J*X^> (179mg) ^JD^T^T 3 
O^jt^l^Co *(;i?;i/7 5>MI (2 4 6mg) ^JoAT, 

xnsnta^s^ ^TJiffl-r-SHPLctCcfc oml, ^ 

m<Dit^ty}%: 1 5 9mg, »6 5 

'H-NMR (DMSO-da, 40 OMH z): 51. 08 (t, J = 7 . 1H 
z, 3H), 3. 11-3. 16 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J=2. 7H 
z, 9. OHz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 8. 02 (s, 1H), 8. 20 (d, J = 9. 3 

Hz, 1H), 8 . 56 (s , 1 H) 

Kit^f/rfS ( E S I — MS, m/ z ) : 4 0 3 (M + + 1 ) 

^M^M 7 : N-"7^^-N' -{2-^DD-4-r(6, 7 ->>^ h^^-4 

2-/7PD-4 - [(6, 7 h*is- 4 -*tyiJ-;W T—U 

> (5 Omg) £^7 PPa^A (5ml), hiJl5 L ;H5> (1ml) KlJgfiPL 
^PP*;UAtC?§^?U7t h U*X^*> (45mg) ^^DAT^aTr 3 0 ft 
mm.Wlsfzo ^(I^7 5> (22wl) ££P*.T, ££>K^T3 O^PbIL 

3 Omg, 'l»4 6 %Tf#fco 
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'H-NMR (DMSO-de, 4 0 0 MH z ) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 31-1. 46 (m, 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t, J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 39 (s, 
1H), 7. 47 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

K*##fM (E S I -MS, m/z) : 4 3 1 (M + + 1 ) 

^M^(I78 : N- {2-^nn-4-f (6, 7 - * h=^>- 4 ^*±2l2l — 

^->17i-jH -n' -^>^;i/^i^T 

2 - /7PO-4 - [(6, 7-5^^ H + y-4-+t , /'J-;i/) 7~U 
> (5 Omg) Sr^no*;UA (5ml), MJx^JI/X$> (1ml) 

^□□*MI;SiLfchiJ*7^> (4 5mg) SiDAT^i!aT3 0 # 
IKHi#Lfc. #C»C7£;U7S> (2 6// 1) SrJn^T, $bCtgT!3 0^L 

SS^no3f?;i/A/y ^y—;i/TJIIBB-r*HPLCfc«fcOttSllL, ^moik-SW* 

33mg, W4 9 %Tt#7t 0 

'H-NMR (DMSO-da, 4 0 0MHz) : <5 0. 9 0 ( t , J = 7. 1 H 
z, 3H), 1. 2 4- 1. 3 4 (m, 4H), 1. 4 3 - 1. 4 8 (m, 2H), 
3. 08-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 97 (t, J = 5. 1Hz, 1H), 7. 23 (dd, J=2. 7Hz, 9. 
0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 8Hz, 1 H), 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9 . 0Hz, 
1 H), 8 . 5 6 ( s , 1 H) 

RiMt (ES I-MS, m/z) : 44 5 (M + +l) 

^MffiJ7 9:N- (sec- y^;^) — N' - (2— 4— r(6, 7— s J* 

> (5 Omg) ^^do*H (5ml), h Ux^7 5> (1ml) lc:i§fl¥L 
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1Z$k. ^nn^At;gitfch'J*xy> (4 5mg) $inAT^"e3 Oft 
mmWVtc mzstc- y ^ )VT ^ y (23M) *m?LT. £<=>fcS*ST3 0 

l3^34mg < J«5 2%T#£: 0 

1 H — NMR (DMSO-d., 4 0 OMHz) : (50. 89 (t, 3 = 7 . 6H 
z, 3H), 1. 09 (d, J = 6. 6Hz, 3H). 1. 4 3- 1. 4 6 (m, 
2H), 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, 3 = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2 . 7Hz, 
1H), 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d, J = 9. 0 
Hz, 1H), 8. 5 5 - 8. 5 6 (m, 1 H) 
MMfttirife (E S I -MS, m/z ) : 4 3 1 (M + + 1 ) 

0 :N-7U;P-N' - {2-^PD-4-r (6, 7 - Z? * h^-zs- 4 

2-^nn-4 - [(6, 7 -^^ h^->- 4 -=^/U :t=^>] T— U 
> (5 0mg) ££ddzJn;UA (5ml), hUx^75> (1ml) (CjgfiPL 
^Dn^Jl/A(:j§gb/:MJ^y> (4 5mg) $Sp^.T^MT 3 0 ft 

mmwLtz. wzt o jit $ >mmm. (2i mg ) ^d^lt, $bi;i£T3o 

ao^;i/A/p<^y-;i/-eM^-r^)HPLCtct OWSSU :M<7Mfc£- 

1 H — N M R (DMSO-da, 400 MHz): 3. 76-3. 79 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5 - 5. 9 4 (m, 1H), 7. 11 (t, J = 5. 4Hz, 1H), 7. 
24 (dd, 3=2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 
49 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 14 (s, 1H), 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

nmfttifm (es i-ms, m/z) mis (m + + d 

^MffiJ8 1 :n- {2-^aa-4-r (6, 7 -i?* b^zs- 4 -^Fj-W * 
)V) ±±jy\2-^^M ~N' - (2 - y°u¥~)l) *yuT 

2-/7QO-4 - [(6, 7 -i?Xb*->-4-*i-VV-)l) 7"U 
> (5 Omg) p D^;i/A (5ml), H 'JI^7S> (1ml) IzmffiL 
^□□*;i/AlMUch'J*^> (4 5mg) £ Jn^LTMT? 3 0 » 

mmwLfzo #nz7°n/vi*)\s7$>mmm. (2img) %m?lt, zzizmm 

1 %Tf#7c„ 

'H-NMR (DMSO-de, 4 0 OMHz) : 3. 16-3. 1 7 (m, 1H), 
3. 9 3 - 3. 9 5 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, J = 2 . 7Hz, 1H), 
7. 55 (s, 1H), 8. 16 (d, J = 9. 3Hz, 1H), 8. 18 (s, 
1 H), 8. 5 6 (s , 1 H) 

Ri^tffl (E S I -MS, m/z ) : 4 1 3 (M + + 1 ) 

jlMSJ • N- {2-^DD-4-r (6, 7-y^h^->-4-4 1 t7 l J^ 
;p) ^yl7x-Jl/} -n' - (2, )l-*U^>-J)l) ^>UT 

2-2UU-4 - [(6, 7-y^S + y-4-WJzjP) *M^>] T~U 
> (5 Omg) £ ^ D □ aK;1/ A (5ml), h U X 3^1/7 5 > (1ml) L 
^□n*J^[;i§iL,fch'J*X^> (4 5mg) 3 0 # 

WH*#L&. ^C2, 4-y*7MD^>y^7$> (22^1) ^*D^.T, $ 

^ i:iiST 3 o#raufc. wffiLfctta&ttfl5[, fc&hmm(Dit'£><yo*4 8mg, 

4X^6 4 

'H-NMR (DMSO-da, 4 0 OMHz) : 3. 97 (s, 3H), 3. 99 
(s, 3H), 4. 3 3 -4. 3 6 (m, 2H), 7. 08-7. 12 (m, 1 H), 
7. 2 2 - 7. 2 8 (m, 2H), 7. 39 (s, 1H), 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 18 
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- 8. 2 0 (m, 2 H), 8. 5 6 (s , 1 H) 

ffMrfrflffl (E S I -MS, m/z ) : 50 1 (M + + 1 ) 

^j|ff|8_3 : N- {2-^OD-4-r (6, 7 - ^ h^>- 4 ^t^/U — 

)V) 7t*i'-\-7 3L-)i) -n' - (2 - hf u ^i/j 

2-/7DO-4- [(6, 7->>* h^^-4-^±l/U-;P) ;t+~>] 7ZU 
> (50mg) ^^DD^A (5ml), h'JlWSXlml) iC^L 
^nn*;UAfc?g$?L£ h U*7,y> (4 5mg) ^im^T^T 3 0 ft 

fflM&vtz, )k\z2- u^7$y) tru^> (i9M) ^*n^.T> 

U 3llIcD<fI:-&#j£ 2 6mg, «3 7%Tf#fco 

'H-NMR (CDCl 3,4 0 0MHz):3. 51 (s, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 35 (s, 1H), 7. 36 (d, J 
= 2. 7Hz, 1H), 7. 54 (s, 1H), 7. 76-7. 81 (m, 1H), 
8. 3 8 - 8. 4 3 (m, 1H), 8. 56 (d, J = 9. 0Hz, 1H), 8. 
64 (s, 1H), 13. 53 ( s , 1H) 
li^lTi (E S I -MS, m/z ) : 4 6 6 (M + + 1 ) 

Mtfoffl8 5 : N- { 2 - ^nn-4-r (6, 7 - ~J * h4->-4 -^t'/'J^ 

^-=¥i^]y jl-ju] -n' - (4 -^;u^-D7 

2~^on-4 - [(6, 7 -y^ h^i/- 4 -^PtM/U =L)V) T^i U 

> (5 0mg) £^dDaK;UA (5ml) p-7J^n7xZ^ 
-TVyTt-h (2U1) ££0AT6 OJgT 1 f^ffi^L^, tiftiBL^^^^ 
»X> #fc?£U Hi©fb^#)^5 7mg, W8 1%T?#7t.o 
'H-NMR (DMSO-dfi, 4 0 0MHz) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 13-7. 1 7 (m, 2H), 7. 3 0 (dd, 5 = 2. 4H 
z, 8. 8Hz, 1H), 7. 40 (s, 1H), 7. 48-7. 51 (m, 2H), 
7. 55-7. 56 (m, 2H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 
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3 1 (s, 1H), 8. 5 7 (s, 1H) 

WMfttirM (E S I -MS, m/z ) : 4 6 9 (M + + 1 ) 

M$&ffl8 6 :N- {2-^7DD-4-r (6, 7 - -J* h^5>- 4 —Jrj-W ~ 

)l) t^->17xZJH -N' - (2 h^y7x-^) »7l/7 

2 -^DD-4- [(6, 7-y/h^y-4-^t 1 /U^) Pf=^>] 7~ U 
> (5 0mg) ^^DPa|n;1/A (5ml) {Cjgfl?L7ct£, 2 -j* h^->:7x 
^Vv7t-h (24/!l) £Sn;tT 6 0^T1P#^# L7c. ^^(C^^y 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 9 0 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd, J=2. 7Hz, 9. 0Hz, 1 H), 7. 40 (s, 1H), 7. 54 
(d, J = 2. 7Hz, 1H), 7. 56 (s, 1H), 8. 09-8. 16 (m, 

2H), 8. 58 (s, 1H), 8. 9 6 - 9. 0 2 (m, 2 H) 
Il^tifl (E S I - MS, m/z ) : 418 (M + + 1 ) 

jlfj 8 7 :N- (2-^PO-4-r (6, 7-^p<h^->-4 -^±'/U ~ 
)V) t^y]7xZJM — N' - (5-^Dn-2-b°'JyJl/) V U7 

2 -/7on-4-[(6, 7 h*^- 4 -tt'/'J-^) ^~>] T- U 

> (5 0mg) 5^dd (5ml), MJ X.^JU7 5 > (1ml) t ^? L 

tern, zauTkjiAizmm vrc h u^xy> usmg) £jnATgi&T3 o# 

r B 1ift^L7^o ^iC2-T5/-5-^DPh:U>>'> (2 3mg) £AnAT\ £ £ 

'H-NMR (DMSO-d 8 , 400 MH z):3. 98 (s, 3H), 4. 00 
(s, 3H), 7. 33 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 40 
(s, 1H), 7. 4 3 - 7. 4 8 (m, 1H), 7. 56 (s, 1H), 7. 60 
(d, J = 2. 7Hz, 1H), 7. 91 (dd, J = 2. 7Hz, 9. 0Hz, 
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1H), 8. 35 (d, J = 8. 8Hz, 1H), 8. 40 (d, J = 2. 4Hz, 
1H), 8. 58 (s, 1H), 10. 17 (s, 1 H) 
K*##fffi (E S I - MS, m/z ) : 4 8 6 (M + + 1 ) 

nffiM8 8 : N- (4-r (6, 7 - if* h^~>- 4 ~;t/) ^-^->i- 
2-7MD7X-JH -n' -7°abf;P^^T 

4- [(6, 7 h + ^-4-^^-yj-;i/) ^~>] -2-7MP7r 
U > (50mg) £ ^7 □ n *;i/A (3ml), MJ x^;l/T 5 > ( 0 . 3ml) iz 
igMLfz'&. ?nn*)l>jUlzmBVrzbV*xy> (4 7mg) ^-huPLT^UT: 

B^jf^L7c 0 y — ji&jmx., 7 p □ ma/ ^ ^ y -;i/tlflt 5 

HPLCtd^DfitfigU mmcDittrVoZ 9mg, iK^14%Tf#7Co 
'H-NMR (DMSO-de, 400 MHz): 50. 90 (t, J = 7. 6H 
z, 3H), 1. 4 3 - 1. 4 9 (m, 2H), 3. 05-3. 10 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1H), 7. 27-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m, 1H), 8. 5 5 (s, 1 H) 
nmfttifm (E S I -MS, m/z ) : 4 0 1 (M + + 1 ) 

Mtifoffl 8 9 : N-y^JU-N' - {4-r (6, hty-4-^t'/ l J- 

4- [(6, 7-y^h + y-4-^ > />J-^) ^~>J - 2-7MD7" 
U> (5 0mg) ^r^PPzK;i/A (3ml), hUlfJl'7$> (0. 3ml) 
^fLfet^, ynnfrJUAlzmMLfc h U*xy> (4 7mg) SriQ^LT^jST 

3 0#fBH»#L*:. ^tC^;yT5> (24/il) ^JnAT. £ S fCgi&T-lft 

PLCfdJ: DMfili L, »M^2 5mg 1 W3 8%T#7c 0 
'H-NMR (DMSO-dn, 4 0 0MHz) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H), 3. 09-3. 13 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 58 (t, J = 5. 6Hz, 
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1H), 7. 0 4- 7. 0 7 (m, 1H), 7. 28-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6 - 8. 2 8 (m, 1H), 8. 5 5 (s, 1 H) 
MMftVfM (ES I -MS, m/z) : 4 1 5 (M + + 1) 

mMM9 0 : N- (sec- 7*^)1) ~N' - (4-f (6, 7-y^h^y-4- 

4- [(6, 7 -v^ h^^-4-^^-y*U - 2-7MD7- 
U > (5 0mg) £ y* □ n (3ml), HJ X^UT 5 > ( 0 . 3ml) (3 

8&«?Lfcf£, ^OD3fx;UAtc*»Lfc NU*^y> (4 7mg) ^mXTMWV 

3 Oftmm&LfZc XlZsec- f^JUTS. > (25M) ££n*_T, £££^2& 

-r-SHPLCtzJ: SI©f^tl^l 2mg, iR$ 1 8 

'H-NMR (DM S O — d s, 4 0 0 MH z ) : 0. 89 (t, J = 7. 6Hz, 
3H), 1. 0 8 (d, J = 6. 6 Hz, 3H), 1. 3 9 - 1. 4 8 (m, 2H), 
3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 51 (d, J = 7. 6 Hz, 1H), 7. 04-7. 08 (m, 1H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, 1H), 7. 39 (s, 1H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H), 8. 56 (s, 1 H) 
mWMfrm. (E S I -MS, m/z ): 415 (M + + 1 ) 

Mti&ffl 9 1 :N-7'J ;i/-N' - {4~r (6, 7-v^h^^-4 ZLffr^VU — 
;p) t^y1-2-7MQ7iZiH 

4- [(6, 7 h + ->-4-^^-V'iJ^;P) - 2-7M07- 

'J> (50mg) ?;70D^A (3ml), MJX^75> (0. 3ml) C 
r£#PL-7c^ ^□D^;UA^^L7c h U^7;y> (4 7mg) ^J)P^Tl?ST 
3 0^»bfc. ^C7'j;i/7$>MI (3 0mg) ZtiUPiT. $bl:SS 

-e— M^E7t„ >KJsS^t3^^y-;w^jn^., ? nnfrJiA/ / -ji^-cmm 

T^HPLCfCj; DfiSiU »I©^i$l 8mg, i&^28%Tf#7t 0 
'H-NMR (DMSO— ds, 4 0 0MHz) : 3. 7 5 - 3. 7 9 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m, 2H), 
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5. 8 4- 5. 94 (m, 1H), 6. 72 (t, J = 5. 9Hz, 1H), 7. 
0 6 - 7. 0 8 (m. 1H), 7. 3 0 - 7. 3 3 (m, 1H), 7. 39 (s, 
1H), 7. 54 (s, 1H), 8. 13-8. 18 (m, 1H), 8. 40 (s, 
1H), 8. 5 6 (s, 1H) 

«*#tfrte (ES I -MS, m/z) : 3 9 9 (M + + 1) 

^86.00 9 2 : N- {4-f (6, 7 - y^ h^y-4-^t > / l Jr^) ±±>±= 

2 ~7;1/^-d7ji— ;u} -n' - (2-ynbfn;i/) fri^T 

4 - [(6, 7 -i?* h*i/- 4 -^^" 4 /U-;i/) - 2-7MD7- 

'J> (50rag) J^DD^A (3ml), h'Jlfjl/75> (0. 3 m 1 ) \z 
mMLfzm. ^nn^l/AC^Uch'J^^ (4 7mg) SJoATSfiT? 

3 0^Kft^Lfc. ^tC^D/t;P^;P7'5>ifiKm (2 9mg) <£in>LT, $5 

3 %Tf#fc 0 

'H-NMR (DMSO-d fi , 4 0 0MHz) : 3. 15 (t, J = 2. 4Hz, 
1H), 3. 91-3. 94 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 7. 07-7. 11 (m, 1H), 7. 33 (dd, J = 2. 4Hz, 1 
1. 7Hz, 1H), 7. 39 (s, 1H), 7. 54 (s, 1H), 8. 09-8. 
15 (m, 1H), 8. 4 7 - 8. 4 8 (m, 1 H), 8. 56 (s, 1 H) 
WAttffim (E S I -MS, m/z ) : 3 9 7 (M + + 1 ) 

MMM9 3 : N- (2, 4-i?7 )ljru^>z/)l) -n' - {4-f (6, 7 - >>' 

4- [(6, 7-y^h + y-4-WJ-;W t+y] -2-7M0 7- 
U> (5 0mg) ^^7PPaN;1/A (3ml), h l JX^7$> (0. 3ml) \Z 

mmi,fzm, 2uu*)\,&\zmMvtz.hv*7,¥> (4 7mg) ^-rnxxm^-a 

3 0»Mj|^Ufc. ^1:2, 4-y7MD^>yJl/75> (28/il) ^JOA. 
Omg, iK^2 6 %Trt#fco 
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'H-NMR (DMSO-de, 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 34 (d, J = 5. 8Hz, 2H), 7. 07-7. 11 Cm, 
3H), 7. 21-7. 27 (m, 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s, 1H), 8. 
12-8. 16 (m, 1H), 8. 4 6 - 8. 4 7 (m, 1H), 8. 5 5 (s, 
1 H) 

SfS^t/rffi (FD-MS, ra/z):4 8 4 (M + ) 

^£#19 4 : N~ (2, 4-y7Jl/tD7x"^) ~N' - {4-f (6. 1 - V 

4- [(6, 7-S?j* h4->-4- + ^V'U-;P) - 2-7MD7- 

U> (5 0mg) J7DP^A (3ml) tCjgflPLfc^, 2, 4-i/~7)l*U 
7i-KV'>7t-F (29/il) £;&D*T60a?T— ljfe«#L&. SfttiLfclS 

'H-NMR (DMSO-de, 4 0 0 MH z ) :3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 0 4 - 7. 0 8 (m, 1H), 7. 13-7. 15 (m, 1H), 
7. 2 9 - 7. 4 0 (m, 3H), 7. 5 5 (s, 1H), 8. 10-8. 2 3 (m, 
2H), 8. 57 (s. 1H), 8. 9 7 - 9. 0 4 (m, 2 H) 

nmttmm ce s i -ms, m/z) .-471 (m + + 1 > 

^SSffJ 9 5 : N- {4-r (6, 7 - »>- 4 ^±±VV =JU) 

2 -yju^-ny -n' - (2-/^7i~;i/) ^1^7 

4- [(6, 7->>^ h + :*=^>] - 2-7MD7Z 

U> (5 0mg) &9 uu-fo)VA (3ml) fdigfi? Lfc|£, o-hJKMVy 

mg. *W2 4 

'H-NMR (DMSO-ds, 4 0 0MHz) : 2. 27 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m, 1H), 7. 12 
-7. 20 (m, 3H), 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s, 1H), 
7. 86 (d, J = 7. 8Hz, 1H), 8. 21-8. 26 (m, 1H), 8. 
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35 (s, 1H), 8. 57 (s, 1H), 9. 0 0 - 9. 0 2 (m, 1 H) 
W*##HB (E S I -MS, m/z ) : 4 4 9 (M + + 1 ) 

Uli 9 6 : N- {4-f (6, 7 - z?* hlris- 4 -*rj-*SV ~JV) r^^i- 
2-7MD7X-J1/} -N' - (2 - *h*ris7 j^-)V) g_U7 

4- [(6, 7 H^'>-4-^^ s /U^;i/) ^5^] -2-7MP7- 
U> (5 0mg) ^7DO^A (3ml) tC^»Ljt^, 2-^h^y7 X - 
MVyJt-h (32m 1) ^iDAT60^T— f&Jt#L7t 0 ^JMfC^/- 

^2 2mg, M 3 0 

'H-NMR (DMSO-d 6 , 40 0 MHz): 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 8 - 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1H), 7. 40 (s, 1H), 
7. 56 (s, 1H), 8. 12-8. 15 (m, 1 H), 8. 19-8. 25 (m, 
1H). 8. 57 (s, 1H), 8. 7 5 - 8. 7 8 (m, 1H), 9. 26-9. 
2 9 (m, 1 H) 

H*#4ffffi (E S I -MS, m/z) : 4 6 5 (M + + 1 ) 

glMtff!l9 7 : N- {4-f (6, 7-y7 '/'J^) t^vl- 

3- ^^)Vy -N' -7"Dh'JKU7 

4- [(6, 7 -S?* h^>- 4 -3-rW—)V) ttzs] - 3 
> (50mg) $^nD$M (3ml), h'Jx^75> (0. 2ral) CS 
BLfcfe, 9 PP*;UAtC^^L7c h U^7>y> (48mg) ^nAT^ST 3 
0$HHJ«#L£. ^C7°Dh>7 5> (2 0m 1) £SnAT, £ S fc^ST— 06 

PLClCfcDifitSSiU SS©ft^S:3 0mg, 4 7 %Tf#7c„ 
'H-NMR (DMSO-d«, 40 0 MH z): (5 0. 89 (t, J = 7. 5H 
z, 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 08 (m, 2H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 13 (t, 
J = 5. 4Hz, 1H), 7. 04 (d, J = 8. 5Hz, 1H), 7. 28 (d 
d, J=2. 4Hz, 8. 5Hz, 1 H), 7. 36 (d, J = 2. 4Hz, 1H), 
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7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 50 (s, 
1 H) 

K*#*fr« (E S I -MS, m/z) : 3 9 7 (M + + 1) 

^1^1 9 8 : N-y'^Jl-N' - {4-r (6, 7 -y^ h^->- 4 -^-j-^/ij - 

;i0 t^yi-3-^f;i/7x-;^ 

4- [(6, 7->7h^y-4-WJ-JW 3f-4^>] - 
> (5 Omg) £^PD*;i/A (3m 1 ), h Ux^jl/JS > (0. 2ml) 
ffiLfcm, ^UU7ts)]/AizmMLfchV^Xdr> (4 8mg) 

oftmrnnvfc, ^c^7$> (24//D £jox.t. $e>fc^T-M 

'H-NMR (DMSO-de, 4 0 OMHz) : 6 0. 91 (t, J = 7. 3H 
z, 3H), 1. 2 9 - 1. 4 6 (m, 4H), 2. 03 (s, 3H), 3. 07- 
3. 12 (m, 2H), 3. 9 8 (s, 3H), 3. 9 9 (s, 3H), 6. 11 ( t, 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d, 3 = 2. 3Hz, 8. 5Hz, 1H), 7. 36 (d, 3 = 2. 4Hz, 1H), 
7. 38 (s, 1H), 7. 58 (s, 1 H), 8. 39 (s, 1H), 8. 51 (s, 
1 H) 

»i»«fl (ESI-MS, m/z):411 (M + +l) 

glMff!j9 9 : N- (2, 4-y7j[/tD7i-;i/) ~N' - {4~r (6, 7 - 

4- [(6, 7 -v* b^->-4-*^/U:z;|/) pf*^] 
> (5 Omg) ZZnn-fcJUA (3ml) L 7c t£ , 2, 4-y7MD7 

i-MVx7t-h (2 3 /zl) ^riDAT, -BjfcMMtfft Lfco tfftHLJtSSii 
£»X> #fc#U mm<Dit^^ 5 9mg, iR^ 7 9 %Tl#7Co 
'H-NMR (DMSO-d., 4 0 OMHz) : 2. 07 (s, 3H), 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m, 1H), 7. 14 
(d, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m, 2H), 7. 39 (s, 
1H), 7. 43 (d, 3=2. 4Hz, 1H), 7. 60 (s, 1H), 8. 07 
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-8. 14 (m, 1H), 8. 52 (s, 1 H), 9. 0 3 - 9. 0 5 (m, 1 H) 

RIMi (ESI-MS, m/z): 4 6 7 (M + +l) 

mMMl 0 0 : N- {4-r (6, 7 -V* h^-4-=E±y/'J yt^rjy-j 

- 3 ~/^7xZJH — N' - (4 -7j|/tD7 «j7^ T 

4- [(6, 7 h>5>-4-^^-l/Uzi;P) -3-^^;i/T-'J 
> (5 0mg) ^^DD*^A (3ml) p-7MD7x'^ 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 2. 07 (s, 3H), 3. 98 
(s. 3H), 3. 99 (s, 3H), 7. 10-7. 14 (m, 3H), 7. 35 
(dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 1H), 7. 43 
(d, J=2. 4Hz, 1H), 7. 4 6 - 7. 4 9 (m, 2H), 7. 59 (s, 
1H), 8. 51 (s, 1H), 8. 66 (s, 1H), 8. 70 (s, 1 H) 
Ri^I (ESI-MS, m/z): 44 9 (M + +l) 
MMM 1 0 1 : N- { 4 -r (6, 7 - it* hlri/- 4 -^-j-y^J ~Jl) 
-3-*?-)V7 3L-)V} — N' - (2-/h^->7x-J^) 7U7 

4- [(6, 7-^p< h^y-4-^t7U-;w - 3 u 

> (50mg) £^DD*;UA (3ml) fcSgflPLfcSt 2-^h^>7i-JP 

<V->7t-N (2 6m 1) SrJn^T, -lftMil»?t Lfc. SJfcte*^ / -;u 

ii^41mg, «5 5%Tf#7c„ 

'H-NMR (DMSO-ds, 4 0 0MHz) : <5 2. 0 7 (s, 3H), 3. 8 
9 (s, 3H), 3. 99 (s, 3H), 3. 99 (s, 3H), 6. 88-6. 9 
7 (m, 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d, J = 8. 5H 
z, 1H), 7. 35 (dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d, J = 2. 4Hz, 1H), 7. 60 (s, 1H), 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

Si^tl (E S I - MS, m/z ) : 4 6 1 (M + + 1 ) 
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mmMl0 2 :N~ (4-f (6, 7-y^h^y-4-^^/Urjl/) a-^>i 

4- [(6, 7-y^h + y-4-^tyiJ-JW ^^^>] -2-^;i/T^U 
> (5 Omg) £^DD7ft;UA (3ml), h Ux^jl/JS > (0. 2ml) 
^Lfctt, Zuu-fc)\,2±\zmm\stz. h U^7y> (4 8mg) ^in^T^"e3 

o#WM#L^Co ^{zyntf;PT5> (20 W i) £an*.T, 2 Zlzmun—ffi 

'H-NMR (DMSO-d 6) 400MHz): 6 0. 90 (t, J = 7 . 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1 H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

W&fttffM (E S I -MS, m/z ) : 3 9 7 (M + + 1 ) 

MMffl 10 3: N-y^Jl-N' - {4-r (6, 7-fy^h^->-4 

_;u) ^-^->i- 2 -^^;i/^x~;i/} ^i^y 

4 - [(6, 7 -zs* h*is-4 -3r-TW-)V) - 2-*^-)VT-') 

> (5 Omg) £ ^ n □ ftJlA (3ml), h »J X^ 1 ;i/7' S > ( 0 . 2ml) 
ffilsfz'&. ^DD*Jl/At;ggLfclviJ^y> (4 8mg) £}jnx.T^?ST3 
0^»lfcc ^C7'W5> (2 4m 1) ^^^.T, $5lcSlT-«fi« 

Ck:,fct)««{U SlOfb^3 7mg, 1K^5 6 %Tl#fc„ 
'H-NMR (DMS O- d«, 4 0 0MHz) : 8 0. 9 2 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08- 
3. 13 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 50 (t, 
J = 5. 4Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
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1H), 7. 64 (s, 1H), 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

SIMi (ESI-MS, m/z):411 (M + +l) 

^flfifll 1 0 4 : N- (2, 4-^7J^n7i^) -N* - {4-f(6. 7- 
5^ h^->~ 4 - ^/'J- ^•>l-2-^5 1 ;i/7x-J|/} $jlZ 

4- [(6, h + y-4-+tyj-;W - 2 >J 

> (5 0mg) Ji/DD^A (3ml) Cl?g$?L7c^ 2, 4-y7Mn7 

j^-j^v^Ti— b (2 3 /zi) £an*.T> -^MML/^o mthLizmik 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 2. 2 9 (s , 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d, J = 2. 7Hz, 1H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 

1H), 7. 55 (s, 1H), 7. 8 7 - 7. 9 0 (m, 1H), 8. 13-8. 

19 (m, 1H), 8. 3 6 - 8. 3 9 (m, 1H), 8. 55 (s, 1H), 8. 

9 2 - 8. 9 5 (m, 1 H) 

ft*##TM (E S I -MS, m/z ) : 4 6 7 (M + + 1 ) 

1 0 5 : N- { 4 -f (6 , 7 -zs* b^jy- 4 -^V'J ^'>1 

- 2 - *^)V~7 -n' - (4 - y )l^-ay ^-ji) yuy 

4- [(6, 1 -V* V*~s- A-^W-M tti/} - 2 -*^)UT~i) 
> (5 0mg) ^70D*M (3ml) izmMLTzm. p - 7 )V*u y x. ~)V 

' H — NMR (DMSO-d 6 , 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 08-7. 15 (m, 4H), 7. 38 
(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9. 03 

- 9 . 0 5 (m, 1 H) 

KB^Hifffi (E S I -MS, m/z ) : 4 4 9 (M + + 1 ) 

^flSffiJ 1 0 6 : N- {4-r(6, 7 - i? * h^->- 4 -=^^-V'J — ;10 
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- 2 -^fJ^iZJH -n' - (2 - ^ h^rjyyji-Jl) ryi/ T 

4- [(6, 7-*?* h*is-4-*j-W-)l<) -2-^^;U7-'J 
> (5 0mg) ^^DO^M (3ml) £Jgfl?L£&, 2-^h^y7i^ 
■iVisTi—b (2 6/* 1) ^Uax.T, -06Jn«««ELfc. #fffl L£SNi£»UBu 
Sfc*£U ^i©f^#|$7 Omg> 4X$S9 5%Tf&£. 

'H-NMR (DMSO-de, 400 MHz): 2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H), 7. 0 2 - 7. 0 4 (m, 1H), 7. 08 (dd, J = 2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1 H), 8. 58 (s, 1H), 8. 61 
- 8 . 6 2 (m, 1 H) 

K»##ftt (E S I -MS, m/z ) : 4 6 1 (M + + 1 ) 

1 0 7 : N- (4 -r (6, 7 - V* h^v- 4 = ^±VU -;LQ ^->1 

-2-zhP7x-;[/} -n' -yp i/7 

4- [(6, 7 - v 5 ^ h + y-4- + t7'JZJW -2 -- hP7-U 

> (50mg) ^^DD^I/A (10ml), hUXfJP7S> (0. 2ral) l; 
mmVTz^ ^POMA[Cig)SLfcMJ*7y> (4 3mg) ^D^TS'/ST 
3 O^WLfco ^(C^n tf;i/T5 > (1 8/* 1) £jjn7LT, 

'H-NMR (DMSO-d fi , 4 0 0 MHz) : 6 0 . 91 (t, J = 7. 6H 
z, 3H), 1. 45-1. 51 (m, 2H), 3. 0 6 - 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1 H), 7. 52 (b 
r, 1H), 7. 58 (s, 1H), 7. 6 7 - 7. 7 0 (m, 1H), 8. 04- 
8. 06 (m, 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 
9 . 3 5 ( s , 1 H) 

tCfi^ftrffi (E S I -MS, m/z ) : 4 2 8 (M + + 1 ) 

jMjjl 1 0 8 : N-7^;P-N' - {4-r (6, 7 - >^ h ^ v - 4 - 4^ V 'J 
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4- [(6, h=¥zy-4-^V0 - 2 - ~ hDJ-iJ 

> (5 Omg) £^nn*;i,A (10ml), h Ux^75> (0. 2ml) \z 
mMUfcfe, 2uu*)VI±\zmmVtzV>)-fcX7> (4 3mg) ^Jp^T^iST 
3 0*HW«#L&. ^l:^7$> (22m 1) SiWAT, $5CilT-» 

PLCClcJ: OffKL, igtmoik&m* 1 5mg, J&i£2 3%Tf#fc. 
'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1 H), 7. 51 (b 
r, 1H), 7. 57 (s, 1H), 7. 68 (dd, J=2. 9Hz, 9. 3H 
z, 1H), 8. 05 (d, J = 2. 9Hz, 1H), 8. 40 (d, J = 9 . 2 
Hz, 1H), 8. 57 (s, 1H), 9. 35 (s, 1 H) 

(ESI-MS, m/z):442 (MHl) 

nnmi 09 ,-n- {2-^an-4-r (6, 7-*?* h^F>-4-^±w 

N- (2-i7DD-4-[ (6, 7 N^->-4-^^-l/U-;i/) 
7X.-JI) -N' -^D )d)WUT (1 0 Omg) ^te 7 j<^ ^ t H'D"7^> (3 
0ml) 7K*<b±hU<j7A (60wt%, 88mg) SJnATMT? 

l 5#IUJflfc#L&. ^fc^nn^^U^^Ux— (6 7/* 1) £#nx.T\ $ 

#Sft&38£ P UiiVlA/* & J —;H?Jgfflf SHPLCfC «fc 0 *ft$g U &jg 

'H-NMR (DMSO-d e , 400MHz):<50. 89 (t, J = 7. 6H 
z, 3H), 1. 4 6 - 1. 5 5 (m, 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H), 4. 07 (s, 3H), 4. 08 (s, 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J=2. 7Hz, 8. 5Hz, 1H), 7. 37 (s, 1 
H), 7. 47 (d, J = 8. 8Hz, 1H), 7. 50 (s, 1H), 7. 50 (d, 
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J = 2. 7Hz, 1H), 8. 6 6 (s, 1 H) 
Sl^tffl (ESI-MS, m/z):46 1 (M + +l) 

^ffiMl 1 0 : N-Y-t^Jl-N- {2-^7dP-4-r(6. 7 -V* h4-->- 

N- (2-^OD-4-[(6, 7-y^h + y-4-^±yiJr;i,) 

-N' -^DHJWUT (1 0 Omg) ^^TK^h^h h*D77> (3 
Oml) fci£fl?U 7K*^^-hU^A (6 0wt%, 8 8mg) ^JJD^TtzST 
1 5»M««ilfc. &\Z&fc7tt)V (6 3w 1) £fiDx.T> ^bl:t£T2l^ 

§L>£2 6 %T?#£io 

'H-NMR (DMSO-ds, 40 0MHz) : 6 0. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. 0Hz, 
1H), 7. 50-7. 51 (m, 2H), 8. 63 (s, 1H), 9. 08 (br, 
1 H) 

»t^*fi (E S I -MS, ra/z) : 4 5 9 (M + + 1 ) 

mmm in .• n* - { 2 -y- dp - 4 -r (6, 7 ->?*h*F~>- 4-*j-v 

2-/7DP-4 - [(6, 7 h^->- 4 7-1J 

> (56mg) $i?DO^A (4ml), H U xfJl/75 > ( 0 . 3ml) leg 
mXstzM:, Pnn7frj\,&\zmMLfzh*)*Xdr> (5 Omg) ^Jpx.t^T3 

0^j»bfc„ ^lCN-/^7'Dh>7$> (26// 1) ^n^.T, $ b fC 
L/> il0ft-&tl$4 2mg 1 iK^5 8%Tf#fc 0 

'H-NMR (DMSO-ds, 4 0 0 MH z) : 6 0. 99 (t, J = 7. 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m, 2H), 3. 08 (s, 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00 
(s, 1H), 7. 17 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, J = 2. 7Hz, 1H), 7. 38 (s, 1H), 7. 53 (s, 1H), 8. 
41 (d, J = 9. 0Hz, 1H), 8. 64 (s, 1 H) 
Ri^tl (ESI-MS, m/z):43 1 (M + +l) 
»J1 12:N' - {2-^DD-4-r(6, 7 -zf* h^->-4-=^/ 

2-//PO-4 - [(6, 7-> ? ^h + >'-4 -+tyj-JW Z~ U 

> (8 0mg) ^^OD*M (3ml), h'Jx^75> (0. 3ml) (Cjg 

^PD^Af:jg^bfch'J^^> (7 2mg) ^iDAT^ifiTl 

#U CO ^ 4 Omg, JK^3 7%Tt#fco 

'H-NMR (DMSO-ds, 4 0 OMHz) : 5 1. 00 (t, J = 7. 3H 

z, 3H), 1. 28 (t, J = 7. 1Hz, 3H), 1. 6 9 - 1. 7 4 (m, 

2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, J = 7. 1Hz, 

2H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 02 (s, 1H), 7. 

17 (dd, J = 2. 9Hz, 9. 2Hz, 1H), 7. 31 (d, J = 2. 7H 

z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J = 9. 

0Hz, 1H), 8. 6 3 (s, 1 H) 

IlMi (ES I -MS, m/z) : 44 5 (M + +l) 

mMMl U :n' - {2-^dP-4-r(6, 7 -i?* b^-jy- 4-^j-V 

2 -/7PD-4 - [(6, 7->>-p< h^->- 4 ^-^v] 

> (lOOmg) ^^DD^A (3ml), H'JX^75> (0. 3ml) I; 
mmisfzm. ^OD^A{;^Lfch'J*7y> (9 Omg) ^JaAT^j^T 
1 5$HfflflE#Lfc. ^fd> ? ynti 0 ;UT5> (62M) £tJP^T, JeiCifiT 
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&MOit^^}^:4 8rag, iR^3 5%Tf#7t 0 

'H-NMR (DMSO-de, 4 0 0 MHz) : 5 0. 99 ( t , J = 7. 3H 
z, 6H), 1. 66-1. 76 (m, 4H), 3. 32 (t, J = 7. 8Hz, 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1H), 7. 
16 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 (d, J=2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1H), 8. 6 3 (s, 1H) 
fCa^lffM (E S I — MS, m/z ) : 4 5 9 (M + + 1 ) 

^MM 114: N-^;U-N' -{2-^ao-4-r(6, 1 - V* V^-jy- 

2-/7po-4- [(6, 7 h^^- 4 ;10 T- 'J 

> (8 0mg) ^^Dn^A (3ml)> h'Jx^7 5> (0. 3ml) Izm 

MVfzm. Znn*jl<AlzmMLfz h V*X?> (7 2mg) ^m^xm^x 1 

5^r B i»L^ 0 ^icN-pwi/r/^rs > (43 W i) op^t, zzizm 
t: mmrz> HPhaz£ ommis. mm^m^xn^tit^^^^-yxm^ 

U ^m<Dik^*fo%:2 6mg, «2 4%Tt#fc 0 

'H-NMR (DMS O — d 6, 4 0 0 MH z):<50. 99 (t, 1 = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd, J = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7Hz, 1 H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J = 9. 3Hz, 1H), 8. 
6 3 ( s , 1 H) 

li^lffl ( E S I -MS, m/ z ) : 4 4 5 (M + + 1 ) 

Mti&W 115:N' - {2-^DP-4-f(6, 7 - h ^ -> - 4 - V* 
U_TJU) ^-^->17 ji -N- (4-j7DD7xZjl/) -N- ^^-JIO UT 



WO 00/43366 



PCT/JP00/00255 



- 112 - 

2-/7on-4 - [(6, tt>>1 T— U 

> (80mg) ^^OD^M (3ml), hUx^7S> (0. 3ml) 
Mlsfz'&, trnnfc)l'J±lzmffiVfzbO-fcX5 s > (7 2mg) ^iP^LT^ST 1 
5^KJ«^Lfe 0 ^l:4-^nn-N-/?;i/7r'j> (3 5^1) £;!jp*_t, 

TSfci£U mmolt-BrVvZ 8 3mg, iK^ 6 9 

'H-NMR (DMSO-d 6j 400MHz): 3. 36 (s , 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 89 (s, 1H), 7. 17 (dd, J 
= 2. 7Hz, 9. OHz, 1H), 7. 23 (d, J = 2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d, 
J = 9. OHz, 1H), 8. 6 1 (s, 1H) 
KS^#tM (E S I —MS, m/z ) : 4 9 9 (M + + 1 ) 

HfltSffil 1 16 :N' -f2-^DD-4- [(6, 7 - V* h^js- 4 -4^y*'J 

2-/7PP-4- [(6, 7 -^p< h^->- 4 -+^-V'U pf^->] 7-U 
> (50mg) £^PPaK;PA (2ml). HJX3^T5> (0. 5ml) 
Misted V UU^)VL,\zmm\-<tz h U*7y> (48mg) £fiP7LT^T3 
0^r B m^L7c o ;^{Zf/X5 1 ;i/T^> (O. 5 ml) £#P;LT, SSKMT— 

HPLCfCj; 0*f$2U mm<D{k£>!&)& 3 7mg, W 9 3 %Tt#7^o 
'H-NMR (CDC 1 a, 400 MHz) : 5 1. 30 (t, J = 7 . 1Hz, 
6H), 3. 44 (q, J = 7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 

0 (s, 3H), 7. 16 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 2 
7 (s, 1H), 7. 31 (d, J = 2. 7Hz, 1 H), 7. 59 (s, 1H), 
8. 15 (s, 1H), 8. 48 (d, J = 9. OHz, 1H), 8. 81 (s, 

1 H) 

Kfi##Ht ( E S I -MS, m/ z ) : 4 3 1 (M + + 1 ) 

UtfcM 1 1 7 : N-j 2 - ^ P P - 4 - [(6, 7 - is* h^ris- 4 - ^t'/ijn 
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)V) -t^ris] 7xZJ|/)-N' -^f;^U7 

2-/7PD-4 - [(6, 7-y^h^y-4-^t7U-;P) :t3^>] T— U 
> (5 0mg) ^^DOMA (2ml), h'JX^|/75> (0. 5ml) Izm 

^OO^A[:iiUchij^y> (4 8mg) $jDATlfiT3 
0#M«#L&. ^(C - 7 8gfI^U j*3\>U7 5>ifcgfci6 (13 0mg) $ 

^pn^;i/A/^^y-;i/TS^-r^HPLC(c:J: OH^b, ^m<Dlk&W&4 l 
mg, W7 0 %Tf#fc. 

'H-NMR (DMSO-da, 4 0 0 MH z ) : 5 2. 68 (d, J =4. 4Hz, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
1H), 7. 21 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s, 
1H), 7. 43 (d, J = 2. 7Hz, 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
fi^t/Ti (E S I -MS, m/z ) : 3 8 9 (M + + 1 ) 

HUffl 1 1 8 : N' -|2-^aa-4- [(6, 7 h^->- 4 -^V'U 

2-^nn-4- [(6, 7 h^i>- 4 ttis] T-U 

> (5 0mg) S^OD^PA (2ml), h'JXWS> (0. 5ml) Ci§ 
ffiVtz.'ik, ^□□^kMCjgflPLjfc h U*xy> (4 8mg) £3raAT^T3 
0«-M881*Lfc. - 7 >^5F-;PT5 >±Mi& (2 5 0mg) 

d7on*;i/A/^^y— ;n?SWr5HPLCfc«k0*MaL, mm (D 3 3 

mg, 1R^5 3 %Tt#feo 

'H-NMR (CDC 1 4 0 0MHz) : (5 3. 11 (s, 6H), 4. 1 2 (s, 
3H), 4. 20 (s, 3H), 7. 05 (s, 1H), 7. 17 (dd, J = 2. 
4Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 4Hz, 1H), 7. 59 
(s, 1H), 8. 15 (s, 1H), 8. 46 (d, J = 9. 3Hz, 1 H), 8. 
8 2 ( s , 1 H) 

Si^i (ESI-MS, m/z):4 0 3 (M*+l) 



WO 00/43366 



PCT/JP00/00255 



- 114 - 

mmmi 19 .• n- (2-?dd-4- {[6-* h^>-7-r3-^;U/ftijy 

N-{2-^DD-4-[(7-th*D + y-6-/h + y-4 -+^"V/U=.;W 
^-+5/] 7x-jH -N* -yntr^^UT (7 5mg), mmtJOVA (5 lm 
gh 1,3 -V*Ju^~Ju;\y (7 6jul) *N,N-S?^fM;|/A75 K (4m 
1) £*#UMT3l$ltlHIHiUfc. »ffiT»***iW£bT#Sft&a 
*DA, ^DD^ATttffiLfc, tlI^i7K»h l J^A«L, MEET 
^i$§il/TH^nfci$$X-f^«U, N- (4- {[7- (3-7*0 
^^□^y) - 6 -X h^5>- 4 -^^-VU^i;i/] -2-^DD7i 

— N ' -^Pt:^I/7*7 4mg, «78%Tf#fc„ f#Stt;fc«4 , fHH*: 
(74mg), Ki*U^A (5 1 mg) , ^E;PzK'J> (13 0 Ml) £N,N - v 5 *^ 

H (4ml) C»»biiT-«ill»Lft. «JET^«*@SLT 

'H-NMR ( C D C 1 3, 4 0 0 MH z ) : <5 0 . 89 ( t , J = 7 . 44Hz, 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3 - 2. 4 9 (m, 4H), 3. 0 4- 3. 0 9 (m, 2h), 3. 3 
2-3. 38 (m, 4H), 3. 52-3. 68 (m, 3H). 4. 03 (s, 3 
H), 4. 2 3 -4. 2 9 (m, 1H), 4. 32 (t, J = 5. 89Hz, 1H), 
6. 98 (t, J = 5. 49Hz, 1 H), 7. 21 (dd, 5 = 2. 68, 9. 
03Hz, 1H), 7. 36 (s, 1H), 7. 46 (d, J = 2. 68Hz, 1 

H), 7. 53 (d, J = 7. 81Hz, 1H), 8. 03 (s, 1H), 8. 18 
(d, J = 9. 27Hz, 1H), 8. 54 (d, J=4. 39Hz, 1 H) 

St^*fi (ES I - MS, m/z) : 5 2 9 (M + ) 

H»] 120 : N- (2-^DD-4 - {[6-^h^:>-7-(2 -^l/fr'J / 
N-{2-^OP-4-[(7-kh*D^>-6-> 4 -=jr±l/U 
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^:>] 7irJH — N ' --JUMMVT (72mg), Wc.W.tiWK (30m 
g), 1,2 -y^ntl^> (6 2wl) ^N.N-y^^WATS H (4ml) 

gSlt#enfc:g$^I-f^«U, N- (4- {[7- (2-7'DtXh 
+ v) - 6 N^^-4 -^V'J ^->} -2-^DD7i-Jl/) - 
N ' ~yaE)] / ryUT^:4 Omg, JR3f5 4 5 %Tt#7c„ t#^tl7t^r B W (4 5mg), 
j^y^U^A (3 0mg), ^;i/^U> (80/il) £N,N - y7^*M7 5 
K (2ml) IC»fl/SiiTHfti«sLfc. «ffiT»*K£e*UT»e>ftjfc3»$ 

Gfc^ h U £ATS£&U «JET»«tSe5feLT»Snfc^$&^OOsjN;i/A/ 

'H-NMR (CDC 1 3 , 4 0 0 MH z ) :<50. 89 (t, J = 7. 3 2Hz, 
3H), 1. 4 3 - 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2H), 2. 
66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4H), 3. 5 3 (m, Ih), 3. 
57-3. 59 (m, 2h), 3. 96 (s, 3H), 4. 31 (t, J = 5. 8 
5Hz, 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H), 7. 
41 (s, 1H), 7. 46-7. 47 (m, 1H), 7. 55 (d, J = 12. 
69Hz, IH), 8. 03 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 55 (d, J = 5. 37Hz, 1H), 
li^^t (E S I -MS, m/z ) : 5 1 7 (M + + 1 ) 

Mti&ffl 12 1 :N- (2 DP - 4 - {[7 - (3 - b KD^y7°D^y)- 
6-^h^y-4-WJ^;i/] ^~>} 7x.-)l) — N ' - 7*n fcf;t/fr 1/7 
N-{2-^DD-4-[(7-tHD + ->-6-> 

7x-JH — N * -7°n¥)lry\/7 (5 5mg) .j^^U^A (2 0 

mg), 3 - yat - 1 - ^O/V-Jl/ (6 2 Ml) &N,N-y^^*M7 
5H (4ml) (3^^L^^T3B#r B 1it^L7Co MJEE~R§«££@a& LTt# e>tlfe 
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0 %T|#fco 

'H-NMR (CDCh, 400MHz): 50. 91 (t, J = 7. 4 4Hz, 
3H), 1. 24 (bs, 1H), 1. 4 3 - 1. 52 (m, 2H), 1. 97 (t, 
J = 6. 2 2Hz, 2H), 3. 06-3. 11 (m, 2H), 3. 56-3. 7 

1 (m, 2H), 3. 97 (s. 3H), 4. 27 (m, 2H), 6. 99 (t, J 
= 5. 62Hz, 1H), 7. 23 (dd, J = 2. 6 8, 9. 0 3Hz, 1H), 
7. 38 (d, J = 9. 03Hz, 1H), 7. 47 (d, J = 2. 68Hz, 1 

H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 

Hz, 1H), 8. 5 5 (s, 1H) 

SIMM (ESI-MS, m/z):46 1 (M + + 1 ) 

mMMl 22 : N- (2-^DD-4 - {[7 - (2 -b h'D^yX^y) - 6 

-y L±>iz 4 -^^-v"'J-;i/] 3-^>} 7iz^) -n' 

N-{2-^DD-4-[(7-tKD^y-6-^h + y- 4-+t l /'Jn;W 
r**^] 7i-JH -N' -ZTU\±)^VT (50mg). MBfcfr U £A (30m 
g). X5 1 l/>7*D ; Eth*U> (4 4 Ml) ^N,N-y7fMM7 5K (4 

mi) \zmm\s-mm.T: zmmm&istz.. mmTmm^^^LTm^nrcm^izjK 

;^DYH^77^-t:«J:0»fiU 2mg, JK^2 2%Tt# 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 50. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J = 4. 6 
4Hz, 2H), 4. 98 (t, J = 5. 37Hz, 1H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H), 7. 48 (d, J=2. 68Hz, 1H), 7. 55 (s, 
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1H), 8. 05 (s, 1H), 8. 19 (d, 1 = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

(ES I-MS, m/z) : 44 7 (M + + 1 ) 
^MMI 2 3 : N- (2-^DD-4 - (r6-pt b*i/-7- (4-fcf'J5?JU 

h^-» - 4 -3r±W -M**is} y^-ji) — n ' -7'nh°;P^7i^T 

j^^f (N- { 2 -^DD-4 -[ (7-kh*D + y-6-^h + y-4-^t 

v/u=;w ^->]7i-;h — n ' -yptr;pc7U7, somg) Mmt/VVA 

(l38mg), 4-^DD/^f'Jy>Mg (4img) SN,N-S?^fM 
;UAT5 H (lml) H^«?L80 < CT3NFK«j^L/fe. SJft^^fCzfcSrfln*., 
^□□^A-7"n/V-JI/ (3/1) TlfitilL-rc 0 ^r«»*^7K«E»^-HU^ 

'H-NMR (CDCh, 4 0 0MHz): 50. 9 6 (t, J = 7. 6 Hz, 3H), 
1. 5 3 - 1. 6 4 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 07 (s, 3H), 5. 32 (s, 2H), 6. 66 (s, 1H), 
7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H), 
7. 29 (d, J = 2. 7Hz, 1H), 7. 41 (d, J = 5 . 9Hz, 2H), 
7. 54 (s, 1H), 8. 24 (d, J = 9. 0Hz, 1H), 8. 59 (s, 
1H), 8. 6 3 (d, J =6. 1Hz, 2 H) 
KSa-flfffl (E S I -MS, m/z ) : 4 94 (M + + 1 ) 

mmm 124 :N-r2-^pq-4- ({e-*y**j,-7 - [(5 - ^t^'j 

N-{2-^DD-4-[(7-t + N^->- 4 - =¥± V U - ;i/) 

^->] 7x-JH -N* -yPhf^^l/T (7 0mg), IfcHfc* D £A (30m 
g), ^>^^f 1/>7D7< K (8 Owl) $N,N-y7fMM7$F (5 
ml) £Jg#LMT3l#raft#Lfc. «JEET««SeSLT«e.njt«$fc* 

T)f i^SS bTll ^.nfcS^ ^i-r^TM N — [4- ({7- (5-7"' 
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— N ' -•7°Pk:;P>j7i/7'^4 3mg, W4 6 %T#fc. 
fc't'fHJft: (4 3mg), MMX/VtA (3 0mg), ^JlfrV > ( 7 0 Ml) £N,N 
-y^fM^A7S H (4ml) (C^L^T-»^Lfco MffiT^^ 

'H-NMR (CDC 1 a, 4 0 0MHz) : 51. 71 (t, J = 7. 32Hz, 
3H), 2. 28 (t, J = 7. 20Hz, 2H), 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H), 3. 2 9-3. 3 0 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m, 1H), 3. 8 6 - 3. 9 0 (m, 2H), 4. 36 (t, 
J=4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, 1H), 4. 77 
(s, 1H), 4. 99 (t, J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd, J=2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 

H), 8. 27 (d, J = 2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz, 1H), 9. 35 (s, 1 H) 

mm^ffm (ES I-MS, m/z ) : 5 5 9 (M + + 1 ) 

jgagfll 125 :N- {2-^7DD-4-r (6-^h^'>-7 - (r 5 - (1 H- 
1, 2, 3-h'J77-^-l-^J^) ^>^JMt^y) 

h U77- ;Ko.4imi), i - yat- 5 uu^y^y a.omi), BVikf- 

h^yT-frTy^-yj* (lOmg), £«fctf 3M7R»fc±HJ#A7Kig»t (lml) 
^7th> (10ml) £igfi¥U 50'CTl8BtPMJ^Lfeo KJfcjg'&'t&fclTlC&in;*., 

$8U 4>IBH* (390mg) £?#fc 0 

(N — {2-^DP-4-[ (7-tHD + y-6-^ h + y-4-+t7 
U~;u) ^-^~>]^ni-;k} — N ' -y°u)d)U^U7, 80mg) .j^gg^U^A (1 
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38mg), m>£(Dtpfflfe (52mg) ^N,N-y^f J[/*M75 H (lm 1 ) \Z 

-)v (3/D TitBLfc, tii^i/Mt h u mj£Tmm 

'H-NMR (CDCh, 4 0 0 MHz): 6 0. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0 - 2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7 . 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, 3 = 2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 
mmftffim (E S I -MS, m/z ) : 5 4 0 (M + + 1 ) 
^flSffil 12 6:N' - (2 - 2 nn- 4 - {f6-^h^'>-7 - (4 - bf'J 

7 

(N ' - (2-^OD-4-[ (7-hh'D + y-6-/h + y-4- + 
±y-'J-;i,) t^y]7izJH — N, N-^x^P^I/T, 83m g) U 
•^A (l38mg), 4 PD/^hfU ^>^^g (49m g ) $N,N-y/f 

K (lm 1 ) fC^?L^?£Tl8l^fM#L/i 0 KmM^lzyK^Q 
^ao^A-yn/V-^ (3/1) TffitMLfc tll^i/KMth 
U^AT^iiU MffiT?§$*^^SLTt#e>n7t^$^HPLCtCTMS!iL, g| 

'H-NMR (CDCh, 4 0 0MHz) : 6 1 . 26 (t, 3 = 7. 3Hz , 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s, 
2H), 6. 98 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 27 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 5. 9Hz, 2 H) 
nmfttifm (ESI-MS. m/z):5 0 8 (M + + 1) 

Mt&M 1 2 7 : N — (2-^PP-4- {[6-^h^'>-7 - (4 -=E)l7jsiJ / 

N-{2-^nD-4-[(7-kh'D + y-6-^ b^ris- 4 -^V/U 

— N' -7°D tf^'j/I/T' (70rag), js*^# U (3 0m 
g), ^>^^^i/>yP5K (8 0 //I) ^N,N-y^?;^Jl,A7$F (5 

mi) \zmmiy^ux'3mmmwi,tz e mmTmrn^^Lxn^ntzm^iz?^ 

T^H^^£LT#e>ntS$^l-fJH!ML > N- (4- {[7- (4-:/ 

— ;io — n ' -ype;i/^U7^4 3m g , jrim 6 %t?#7c 0 mzntz^mfo 

(4 3mg), j^^'J^A (3 0mg), ^E;P^U> (4 0 Ml) £N,N-:x^ 

^*;i/A75 k (4mi) izmmL^T—mmwistz. mmrmm^m^x 

'H-NMR (CDC 1 :i , 4 0 0MHz): 5 0. 9 9 (t, J = 7. 32Hz, 
3H), 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0 - 2. 0 8 (m, 2H), 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H). 4. 
7 2 -4. 7 7 (m, 1H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m, 1H), 7. 30 (s, 1H), 7. 3 2 - 7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d, J = 9. 03Hz, 1H), 8. 
6 1 ( s , 1 H) 

nmftffim (e s i -ms, m/ z ) : 545 (m + + 1 ) 

mmmi 2 8 :N- [2-yDD-4 - ({6-7<h^>-7- [2 - (4-^ 

;i/h°^^s?/)x h^->] - 4 -^-^-v'u -)V} ^±jy) yjzzzji] -n' -y 
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N-(2-^on-4-[(7-kh'n^y-6-^h+y-4 M 
7iZJH — N ' -7°u¥)V*yi»T (6 0mg). mW.fi U £A (3 0m 
g)> l,2-y7*DtX^> (7 0wl) ^N,N->?^^;P4n;I/AT5 K (4ml) 

®£LTt#bn/tg|££x-^;UT#fe#U N — (4- {[7- (2-7'DtIh 

+ - 6 h=^>-4-^y*'j-;i/] ;*-+>/} - 2-7nD7x-JW - 

N* -~fU\ij\,W T&4 6m g> IR* 6 2 %Tff#7 t c 0 #£ttfc«*»|B!#: (4 6mg), 
M*U9A (20mg)« N-*^;Hf^>?> (5 0#1) £N,N - 
^A7 5 h* (3ml) l!fej*#0jfc. MEET^^^g^LTff 

1 H — NMR (CDC la, 4 0 0 MH z ) : 50. 99 (t, J = 7. 32Hz, 
3H), 1. 61-1. 64 (m, 2H), 2. 75 (m, 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m, 2H), 4. 78-4. 
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (del, 
J = 2. 68Hz, 9. 03Hz, 1H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1H) 
R*##HB (E S I -MS, m/z ) : 5 3 0 (M + + 1 ) 
-mmmi 29 :N- {2-£nn-4- [(7 - {2 - 

OL£ik) 7$ 7 J xh^v} - 6 h^v- 4 -4^\/U-;i/) a-^->] 7 

N-{2-7PD-4-[(7-kHP + y-6-^h4 : y-4 V"'J — ;U) 

ttzs] 7x-;H -N' -7*nfc!;WI/7 (6 5mg), j^^'J^A (3 0m 
g), 1,2 -y7*Utl^> (3 0 Ml) ^N,N-y^fJ^A75 K (4ml) 
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®£LTf#£*l£g|££x-- N — (4- {[7- 

-6-^h + y-4-+tyjrjl/] - 2-^DD7iZJW - 

N' -7'oW^75;3 6mg, iK^4 5%T?#fc, #6tl7c^W#: (3 6mg), 
M^U^A (3 0mg), N-p<^;i/X^y— jP75 > (3 0/xl) £N,N-:x 
^fMM7 5 K (3ml) {C^L^MT— iftaM^Lfe. MJ£T?£*g£W3c 

LT%t>ntcm£izffi%Qi%M7km-i- h u^A7j<^£iQ^pp*;i,ATjfitaL 

83b, il©fb-atl^2 lmg, iR^ 5 5 %T#7c<, 

'H-NMR (CDC 1 3 , 400 MHz): 50. 98 (t, J = 7. 32Hz, 
3H), 1. 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H), 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H), 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1H), 7. 28 (s, 3H), 
7. 40 (s, 1H), 7. 54 (s, 1H), 8. 37 (d, J = 9 . 03Hz, 
1H), 8. 6 4 (s , 1 H) 

Wa^tiTfS (E S I -MS, m/z ) : 5 0 4 (M + + 1 ) 

HMjjj!!! 130 : N- [2-^DP-4 - ({6-^h^~>-7 - [3 - (4 

jl/bf^^V^D^vl -4-WJr;t/} 7izjH — n ' - 

N-(2-70n-4-[(7-th*D + y-6-^ h + y-4-+t t / l J^) 
7x'iH — N ' -7 , nt s J^U7 (75mg), mMkilVVJx (3 0m 
g), l,3-y7*D : E7"Dn> (7 5 //I) 2rN,N- y/f;i/$M7 5 K (4m 

* 

ADA, ^oP^ATttfcHbfc. ^«*£&7K«tl&^MJ#ATte«U MffiT 

»Jft£S£bT&£ftfc8;*£x— ^TftitU N — (4- {[7- (3-7'P 
^^P^y) -6-^h + y-4-+tV'U-jW -2-^OD7i 
x;i/) — N ' -y°U 5 Omg, iK¥5 2%Tf#7c 0 tf b tt;fc*t>|HHt: 

(3 0mg), M^U^A (2 Omg), N - * ^JH£ ^5 x> (4 0 Ml) SN, 



WO 00/43366 



PCT/JPOO/00255 



- 123 - 

N-y7fMM75l^ (3ml) 0£«#Lfc o MJEET^ttE 

'H-NMR (CDC 1 4 0 0MHz): 6 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5 - 2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m, 3H), 2. 9 2 - 2. 9 8 (m, 3H), 3. 25 (m, 
2H), 4. 04 (s, 3H), 4. 25 (m, 2H), 4. 83 (m, 3H), 5. 
34 (s, 3H), 6. 70 (s, 1H), 7. 21 (dd, 3 = 2. 68, 9. 
03Hz, 1H), 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 18 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 
Si^M (E S I - MS, m/z ) : 5 44 (M + + 1 ) 

mmm 131 .-n' -\2-2uu-4- ({6-^h^->-7-r2 - (1 h- 

1, 2, 3-hU7 > /-Jl/-l-<JP) Ih^y1-4-^t';U-;i/} t^y) 
^rc~;i/1-N, N-ylfJl/^l/J 

(N ' - {2-^PO-4-[ (7-th*n^y-6-^h + y-4- + 
j-W-JU) ^*is}7 x.~)l) — N, N-VJL^IWUT, 83m g) U 
OA (l38mgh 2- (1H— 1, 2, 3 — MJ TV)V— 1 —^)V) 4 
- 1 -^>-\L>X)Vy^r±—b (59m g ) ^N,N-y7fMM7 

5K (lm 1 ) K:^?L80CTl8^il#L/r o ^^rg-&#J^7K^in^, i/DD 
^;UA-yn/\V-;i/ (3/1) TJfitiiLfc. fli^l«t h U ATg 

*F B 1#<!:hUX?Jl/7$> (0.027ml) (^PP^A (lml) mm\Z* otT h 
U^X^r> (90mg) AnAT. 30#TO# >£J£^^£0C 
yXf^7 5> (0.044ml) £ $TF L Tin * , 20#P b 1tWT^£T#^ Lfco 

;U (3/1) TfflmLfco *r«»S*S7K«EB6^- H U "JATftjSl/. «flET»«E* 
§4 L Tt# ^ tlfci $ $ H P L C l: Tlli t , ^S^fb^^SOmg, W29% 
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'H-NMR (CDCh, 400 MHz): 51. 26 (t, J = 7 . 1Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 03 (s, 3H), 4. 53 (t, 
J=4. 9Hz, 2H), 4. 94 (t, J = 5. 1Hz, 2H), 6. 98 (s, 
1H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 26 (s, 
1H), 7. 73 (s, 1H), 7. 94 (s, 1H), 8. 3 8 (d, J = 9. 0 
Hz, 1H), 8. 6 0 (s, 1H) 

mMMi 32 : 3 - {\4- (3-^dd-4- {r (y'x^;i/T$y) 

-N, N-yI^M-A7-f h 

IK£f (N* - {2-^nn-4-[ (7-kh*D + y-6-^h*y-4- + 
^y*Ux;P) 7f3ris]7x.-)l) — N, N-^X5P;i-^l/7\ 83mg) Jk^U 
(I38mg), 3 1 -7°p/NV-;U (0,027ml) £N,N->^^;l/ 
*;i/AT5 H (lm 1 ) H^?L80°CTl8Bfr B 1it^L7t o R^U^m\Z?K^X.. 
2uu-fc)Vl±-7°unj-)V (3/1) TlfifcBLfc, W«8SS*l7Kfift^hU^ 

f#^Cc ^fsWihUX^TSy (0.027ml) (D^UU^)Vh, (lml) iSttlC, 0 
tThU^*> (90mg) JJPAT, 30#Mflfc#Lfc. SJfcJg^^O'CfCffiiPL 
y X^;P7 5 > (0.044ml) £ fiST L T Jin A , 2^K^ttT^ia*T#iSL 

/NV-;P (3/1) TlfittiLfco ^««£&zk«IE&±MJ*ATtt*U MffiT 

^17%Tf#£lo 

'H-NMR (CDCh, 4 0 0 MHz) : 6 1. 04 (t, J = 7. 1Hz, 6H), 

1. 22 (t, J = 7. 3Hz, 6H), 3. 09 (q, J = 7. 1Hz, 4H), 

3. 36 (q, J = 7. 1Hz, 4H), 3. 75 (t, J = 6. 3Hz, 2H), 

3. 97 (s, 3H), 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s, 
1H), 7. 10 (del, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, 

J = 2. 7Hz, 1H), 7. 27 (s, 1h), 7. 45 (s, 1H), 8. 33 



WO 00/43366 PCT/JPOO/00255 

- 125 - 

(d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 

mmm 1 3 3 n— r2 -^dd-4- ({6 h^>- 7 -r 3 - u-eu 

WM (N- (4- {[7- (3-yot7'n^y) -6-p<h=^>-4-^ 

i-V*)-)V]**zs) - 2-^DD7x-jW -n' -yntf^l/T, 80mg) , 

I^^U^A (138m g), 4-/M7"h tfU^> (22mg) £N,N->^3Ml, 

k (imi) \zmmvmm.-v3mr$9t&Lft. Km^m\z7K^im^ 

^Dn*M-7n/\v-^ (3/1) Tjftffi Lfc<, fil^i7KMth'J^ 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 0 (m, 2H), 2. 2 4- 2. 3 2 (m, 2H), 3. 11- 
3. 2 4 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 7 0 -4. 8 0 (m, 1H), 6. 62 (s, 1H), 7. 11 (d 
d, 1 = 2. 7Hz, 9. 0Hz, 1 H), 7. 11-7. 16 (m, 2H), 7. 
23 (s, 1H), 7. 25 (d, 1=2. 7Hz, 1H), 7. 45 (s, 1 H), 
8. 19 (d, 1 = 9. 0Hz, 1H), 8. 30-8. 34 (m, 2H), 8. 
5 5 (s , 1 H) 

Ka^t/ffl (E S I -MS, m/z ) : 5 5 4 (M + + 1 ) 

^MffiJ 13 4: N— {2-^Da-4-r ( 6 - h^->- 7 - { 3 -f ( 1 - ^ 
1 H- 1 , 2, 3, 4-fh7 y— 5 — < ;u) g^22^27j?4±j - 

mm (n- (4- {[7- o -yci^yn^^) - 6 _p< h= ^_4_^ 

•j-*JV-)l<]-**is} - 2-^DD7xZJW -N' -y°D t°;P^UT, 80mg) , 
M^U^A (138m g), 5 - )U±J 7°b— 1 -rh7 V— )V (23mg) £N,N 

->7fWA7$H (imi) izmffivmuT*3mmm.WLfro Km-^^o 

\Z7^mpL, Vuu-fc)iK--7°un; -)\, (3/1) TfSi£tJL7c 0 WfM^Mzk 



WO 00/43366 



PCT/JPOO/00255 



- 126 - 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 91 (t, J = 7. 3Hz, 3H), 
1. 5 1-1. 5 6 (m, 2H), 2. 3 9 - 2. 4 8 (m, 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t, J = 7. 1Hz, 2H). 3. 86 (s, 
3H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H), 6. 63 (s, 1H), 7. 10 (dd, J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3. 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 
K*£H/rM ( E S I -MS, m/ z ) : 5 5 9 (M + + 1 ) 

^tifcffl 135: N- (2-^Dn-4 - {\ 6 - * h^i^- 7 - ( 3 - bf^'J S£ 

T 

N — (2-^DO-4-[ (7-tHo^y-6-^h + y-4- + t , /Ur 
;U) t+'/]7x-JH — N ' -7°n^>7l/7 (500mg) ,M*'J^A (857 
rag), 1, 3 -y^Dt7"o/t> (0.5m 1 ) SN.N-y^^MMTS H (5 

£7JP*-. ?nu-fc)U&/2 -7uny-)V (4/1) TttttJUfco #l&jf £&7Mffi 

N — (4- {[7- (3-^OiE7'D*+y) - 6 - * V^zs- 4 -^±V'J ~ 

- 2-7n07i"JH — N ' -■Jn&Vyi'T&ASlmg. W&7 
l%TWc 0 N — (4- {[7- (S-yotyD^y) -6-*h^>-4 
-*±W—)Vytr**s) - 2-7DD7irjH — N ' -7"OlfJ^l/7 (70 
mg), M^'J^A (54mg), hf^'J> ? > (39ul) SN.N-^^^MMTS 

K (2ml) l:»*l/SfflT-ttilJ1iLjt ( «ffiT«#£e*LT»enfc38£ 
;* * y — ;i> (20/1) TMP^-TS -> *)fiff)V& n-7 h ^7 7 w - ted: Dffi^ U 

^HCD-ffc£-#j£35mg, W50%T#7Co 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 8 (t, J = 7. 6Hz, 3H), 
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1. 46 (br, 2H), 1. 5 4- 1. 6 6 (m, 8H), 2. 15 (br, 2 
H), 2. 44 (br, 2H),.2. 55 (br, 2H), 3. 2 0 - 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 
(t, J = 5. 9Hz, 1H), 6. 65 (s, 1H), 7, 17 (dd, J = 2 . 
7Hz, 9. 0Hz, 1H), 7. 32 (d, J = 2. 7Hz, 1H), 7. 33 
(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1H), 8. 
6 1 (s , 1 H) 

Ml 3 6 : N- r2-^gg-4 - ({7-p<h^>-6- [2 - (4-^ 

Zk_e^zJ£Z) i^->i -4-^^-y'u 7x-jh -n* -y 

(N- (2-^nn-4 - [(6-tFn + y-7-^h + ->- 4-+tv"U - 
)l>) ttisl 7z-JH — N ' — l/7 (5 0 0rag), U ^A (8 

57mg)> 1, 3-y7Dtyp/t>(0. 5ml) SN, N - i? ;*3MI/aM/A 
7 5 h* (5ml) tC*»LMT3RrfHI«i^Lfc. «JBET««&S*LT»Stl 

fc3»$fC7fc&Jo^L, ^□o^;ua/2 -yo/w-;u (4/1) tifHLfc. W 

5=-;H?i5fe^L, N- (4- {[6- + -7-^^^~>_ 4 _ 

^t^'JrjH - 2 -2 any x.-)l] — N ' -7°a t°JWl/7^ 4 5 

lmg, 1K33 7 l%Tf#/Co N — (4- {[6- (2-7*DWh + y) -7-* 

^y-4-+t i / , j-;H ^-^->} - 2-^0071-^) -n ' -yntr;p 

(50mg), M^U-yA (40mg), N- ^^-)V\L^z> i?> (50w 
1) £N, N-y^5 1 WM7$h' (1ml) LMT— IfeflMfcLifc. 

•H-NMR (CDC 1,, 400 MHz). -50. 98 (t, J = 7. 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4- 3. 29 (m, 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H), 4. 83 (br, 1H), 6. 69 (s, 1H), 
7. 16 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J = 9. 0Hz, 
1 H), 8. 6 2 (s , 1 H) 

Jtikfr^i (E S I -MS, m/z ) : 5 2 9 (M + + 1 ) 

gjjMi 3 7 : N- [2-?PD-4 ({7-^h^->-6 - [3 - (4-^^)1 

y'u^jy] -4-*j-Vij-M £±is) y^-jui -isr -y° 

(N- {2-^OD-4 - [(6-th*D^y-7-^h^y-4 -^^-y'lj - 
r^S/) 7iZJH -NT -7"DWl/7 (5 0 Orag), mWtfjV&A (8 
5 7mg), 1, 3-y7"D^7*o/t>(0. 5ml) ^N, N-y^^MM 
75h* (5ml) fC^Lg&T3l$figj«#Lfc. «EET»«*S*bT»6n 
jWSStCTfcSJn*., 7an*M/2-7°n/V-Jl/ (4/1) T*fi£iiL7^o W 
«»**l7lcBftK^- h U 7A«L, «£ET»ttE&S*lxT»6nfc»S*X— 
7^H?$fc#U N — (4- {[6- (3-7'n^7°n^y) -7-p<h4^-4 
-^^/U — )V1 -2-y do7i-JH — N ' -yo tf;i^ 4 

5 lmg, »7 1 %TWc 0 N — (4 - {[6 - (3-yo^n^y) - 7 
-^h + y-4- + t , /'JzJH ^-+->} - 2 -70D7iZJH -N' -7"P 
hfJUyUY (50mg), mMZiOOA (40mg), N-^^;Hf^>?> (5 
Owl) SN, N-y/?MM75 K (1ml) \zmtel>&&T*— 

'H-NMR (CDC 1 3 , 400MHz): 50. 98 (t, J = 7 . 6Hz, 
3H), 1. 5 8 - 1. 6 4 (m, 2H), 1. 71 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 11-2. 17 (m, 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m, 2H), 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H). 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, 3 = 2. 7H 
z, 9. 0Hz, 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 
(s, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 8. 61 (s, 1 H) 
K*##rtt (E S I - MS, m/z ) : 5 4 3 (M + + 1 ) 
I^Mffl 138 : N - (2-£DD-4 - {T7-^h^5>-6 - ( 2 - fcf U 

WM (N — [2-9UU- 4-[ (6-kh*D + ^-7-^h + J/-4-+t 
^y]7i-JM -N' -7°Dh°;i/^7i/T, 80mg) ,ftgg* U 

(I38mg), 2- (truu*?-M \±^V>mm, (41mg) &N,N->?^^ 

*;l/AT5 K dm 1 ) fc»#U20*CT3i$ra«8 i L&. 
^□P7^;PA-ypAV-;i/ (3/1) «LL W*S£J*7KJ»B6:*-MJC7 

'H-NMR (CDCh, 4 0 0 MH z ) : 5 0. 9 1 (t, J = 7. 6 Hz, 3H), 
1. 51-1. 58 (m, 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s, 
3H), 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 21-7. 29 (m, 
2H), 7. 5 3 - 7. 5 5 (m, 2H), 7. 66-7. 71 (m, 1H), 8. 
15 (d, J = 9. 0Hz, 1H), 8. 5 5 - 8. 5 7 (m, 2 H) 

(E S I -MS, m/z ) : 4 9 4 (M + + 1 ) 
jj^Il 3 9 : N- (2-^DD-4 - {f7-^h^->-6 - (3 - ^UafrU 

T 

mm (N — (4- {[6- (3-7°D*+y) - 7-^ h + y-4-^t , /U 

- 2-^DD7i-JH — N ' -7"Dt°;^U7, 54mg) 
#U#A (l38mg), ^E;i/^'J> (0.017ml) $N,N-y7f MJ^75 H (l 
ml) C«»Ll20r-C3l$ra«#Ljfc. KfoM'StWHZTk&tiQTL. ^do*M 
-yp/\V-;i/ (3/1) TittlLfc. f SI^Mtt h >J ^AT«L, 
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'H-NMR (CDCh, 4 0 0MHz) : d 0. 9 1 (t, 3 = 7. 6Hz, 3H), 

1. 4 7- 1. 5 9 (m, 4H), 1. 8 8 - 2. 0 0 (m, 2H), 2. 35- 

2. 48 (m, 4H), 3. 20 (dd, 3 = 7. 3Hz, 12. 9Hz, 2H), 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (m, 1H), 6. 63 (s, 1 H), 7. 0 
9 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, J = 2 . 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d, J = 9. 0Hz, 1H), 8. 54 

(s, 1H) 

nmftffim (e s i -ms, m/z ) .-530 (m + + 1 ) 

mmm 140 .- n- {2-^00-4- r(6 - {3 - (2 - fc kd^>x^;ix> 

mm (N- (4- {[6- (3 -:7*n^7°n#4^» - 7 -pt h^5>- 4 
i-VV— )l/]*3r*s} - 2-^dd7xZJ1/) — N ' -7°n¥)l*yuy, 5img) , 
mmtl^Uh, (68mg), 2- (^^757) X^/ — )V (l5mg) £N,N- 
y/fWM7 5F dm 1 ) izmm L80°CT 3 I^HHfti* £j£:i!g£#Hc 

7j<^^jpx., /7nDMA-7°n/V-Jl/ (3/1) TttffiL/t„ mmmzm7k$ti 

? ;-)l<T~mfflT 5HPLCfCci;9*»®!U ^jS<ZMfc£^£25mg, iR$48%T# 

o 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 5 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 2 (m, 2H), 2. 0 8-2. 15 (m, 2H), 2. 3 0 (s, 
3H), 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t, J = 7. 1Hz, 
2H), 3. 21-3. 26 (m, 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 5. 06 (t, 
J = 5. 6Hz, 1Hz), 6. 79 (s, 1H), 7. 13 (dd, 3 = 2. 7 
Hz, 9. 0Hz, 1H), 7. 27-7. 28 (m, 2H), 7. 48 (s, 1 
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H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

jlW 1 4 1 : N- (2-^DD-4 - {f6-^h^->-7- (2-bT'J^ 

y h±jy) -4-^y'j;nt^» 7i-^) -n* -^Dbf^fruy 

HCift (N- {2-^DD-4-[ (7-hFD + y-6-/h + y-4- + ; 

u;i/) t+y]7i-;H — n' -yotf;u^i/7, somg) (13 

8mg). 2 ■^□n^f;HfiJ5;>Jl[t* (4lmg) ^N.N-^^l/tf^A 
75 H (lml) K»#L80rT3P#W«#l,.&. S^S'&ttKlTKSfllA, 4? P 
p^;i/A-7°PAV (3/1) Tffittibfco W**&^7K«tit^-hU^AT 

ffijfcU «ETiSttE&SSLT#&nfe?l*«:HPLC»CTlt«IL/, &m<Dfc& 
^&81mg> JCT82%Tt#7c 0 

'H-NMR (CDCh, 4 0 0 MH z):<50. 97 (t, J = 7 . 6Hz, 3 H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5 -4. 8 2 (m, 1H), 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 

(dd, 3=2. 9Hz, 9. 0Hz, 1H), 7. 19 (d, 3 = 2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, J = 7. 8 
Hz, 1H), 7. 69 (dt, J = 2. 0Hz, 7. 8Hz, 1H), 8. 25 

(d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5 . 1Hz, 1 H), 8. 6 
1 (d, J =4. 6 H z , 1 H) 

Hi^ffffi (E S I -MS, m/z ) : 4 9 3 (M + + 1 ) 

^ffiffl 14 2 : N- (2 - ^ cm - 4 - U 6 - * h^ris- 7 - (3-lfU 22k 

^h^v) -4-^;'JWy) 7xIJ^) — N ' -ype;t^U7 

JgC*} (N- {2-^7PP-4-[ (7-bKn^y-6-^h + y-4-^y 
U;U) t=^y]7xrjH — N ' -7"0 tf;i/^l/T, 80mg) »J tfA (13 

8mg), 3 -47 PD^^k 1 U ^>ifi[B6tt (4lmg) SN,N-^^fWA 
7$ h* (lml) (C?§^L80 t CT3B#f^WL/io KJ^S^fcTK&Jn^., ? d 
□ *J|/A-7°DAV -;U (3/1) Tiffllfc. «B&«7X555e^± h U ^AT 
ft*L, «JEETaSfttESS*bT»e>nfcS$«:HPLCf3T«f88L, SHc^b^r 
ftl^70mg, iK^71%Tl#7Co 
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'H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 7 (t, J = 7. 3Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s, 3H), 4. 8 2 -4. 9 0 (m, 1H), 5. 30 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 09 
(dd, J = 2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 32 (dd, J = 4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s, 1 
H), 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1H), 8. 58 (d, 
J = 3. 2Hz, 1H), 8. 7 5(s,lH) 
Ka^trffl (E S I -MS, m/z ) : 4 9 3 (M + + 1 ) 



^ti&ffl 14 3: N - (2-^DD-4 - {r6-^h^-->-7 - ( 4 - h° 'J ~J)V 

-4-^;UJH^->} 7x.~)l) — N ' -~7°D bf;^j7l^T 
Jim (N — {2-^DO-4-[ (7-tFD^y-6-^h^y-4- + ; 

U;iO t+y]7xZJH — N ' -yDt°;i/^I/T, 80mg) ,mMtl OVA (13 

8mg), 4-^Dny^t°Uy>MI (4lmg) £N,N - 

75H (lm 1 ) fC^U80t:T3BfKWL7^o ix^^tCTK^in^, 

□ ^A-^D/V-^ (3/1) TffltiBLfco W*SH<£4g7K«f£K^-hU^AT 

»ffiTJS«E*»afeLT»e>nfc3a$2:HPLC»:Tlll«j U SM^-fb 
^7 1mg, *K^71%Tt#fco 

'H-NMR (CDCh, 400 MHz): 50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 8 6 -4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, J=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 

(dd, J=2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 9Hz, 
1H), 7. 38 (s, 1H), 7. 41 (d, J = 6. 1Hz, 2H), 7. 54 

(s, 1H), 8. 26 (d, J = 9. OHz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 
KMftVrM (E S I -MS, m/z ) : 4 9 3 (M + + 1 ) 

BMM 1 44 : N- (2-^ao-4 - {16 - X b^zs- 7 - (2 — j&Jk^Jj 
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yx)^» -4-^;uji/i^y} -n' -y'n^jioi/T 

mm (N- (2-^700-4-[ (7-tKD^y-6-^h + y-4- + y 
U;U) t+y]7xZJH -N' -yDtf;l/^7|/7, lOOmg) Jt^'J^A (1 
72mgh l,2-y7ntx^> (0.086m 1 ) ^N,N-y7f F (l 

-?nnj-)\> (3/1) TttffiLfeo ^«S£&*«fc&^hUtfATf£*i&U M 
IET^^^LTf#e>n/i^$^x-^;i,T^#b, (N- (4- {[7 

- + -6-^h + y-4- + y | JJ^y) -2-^n 

ny^-Jl) — N ' -^Dtr;U^UT) £f#7c 0 J^&^U^A (I38mg), 

^E;U^U> (0.17ml) ^N,N-y75 : MM75F (lm 1 ) fZ^L80°CT 
2B#r^iK^U7^:o KJt^^mzj^m^ ^7UU^)VA-y'unj - )V (3/1) 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 91 (t, J = 7. 6Hz, 3H), 
1. 50-1. 59 (m, 2H), 2. 57 (t, J=4. 6Hz, 4H), 2. 
88 (t, J = 5. 9Hz, 2H), 3. 18-3. 23 (m, 2H), 3. 68 
(t, J = 4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5 . 
9Hz, 2H), 4. 98 (t, J = 5 . 3Hz, 2H), 6. 41 (d, J = 5. 
3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd, J = 2 . 7Hz, 9. 
OHz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 34 (s, 1 H), 
7. 43 (s, 1H), 8. 42 (d, J = 5 . 1Hz, 1 H) 
MMlfrtifm (E S I -MS, m/z ) : 515 (M + + l ) 

I^SffiJ 145 :N-r2-^DD-4-((6-p<h^>-7-r2 - ( 1 H - 1 . 
2, 3-F'J7';-ihl-q) XN^>1-4-^yj;|/} ^y)7iZJH 

JE^I- (N — {2-OUU- A-\ (7-tFD + ->-6-^h + y-4- + y 
UJLO ^y]7i"JH — N ' -^Dtf^^l/T, 80mg) ,m^^7'J^A (13 
8mg)> 2 - (1H-1, 2, 3 - h U 7 V — )V— 1 — -f JP) X^;u 4 - y< 
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1 -s<>1f>X)\,7*jr— h (59mg) §N,N-y^fWA75 H 
A-7°D/\V-;P (3/1) TttffiL^Co fil^iTklithiJ^AT^L, 

'H-NMR (CDCh, 400 MHz): (50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 - 3. 2 8 (m, 2H), 4. 01 (s, 
3H), 4. 52 (t, J = 5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9 
3 (t, J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H), 

7. 72 (d, J = l. 0Hz, 1H), 7. 97 (d, J = l. 0Hz, 1H), 

8. 26 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 4Hz, 1 H) 
H»^tiffi (E S I - MS, m/z ) : 4 9 7 (M + + 1 ) 

jffi^J 146 : N-f2-^Dn-4- ({ 7 — f 2 — ( 1 H- 1 - - T S^V'J^) 
Ih^y1-6-^h^y-4-^;iJJM x N ' -7°Db:;t/ 

OUT 

mn (N — {2-#OP-4-[ (7-th*D + y-6-/h + y-4- + y 
U;i/) ^y]7ir;H — N ' -yn^JUOUT, 80m g) 'J (13 

8mg), 2- (lH-l-fS^V'JJW 4 1 -^>ii>7s 

;P7^-±-h (59mg) &N,N-y7fMj^7$h* (lm 1 ) tC^?Ll20 

f#<S>n£:£g2£, 7na^;i/A-7^y-;i/TM^bfcHPLC(CTlfML, m 
MtDit^WdZ: 8 lmg, JK^82%~et#;to 

'H-NMR (CDCI3, 4 0 0 MHz) : 5 0. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m, 2H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
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94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 

0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 48 (s, 1H), 7. 55 (s, 1H>, 7. 70 (s, 1H), 8. 23 (d, 

J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 

KiMM (ESI-MS, m/z): 4 9 6 (M + +l) 

mtfcM 147 :N- (2-^pp-4- [\7 - (3 - h Fn^^yp^^jx) 

- 6 h^->- 4 VM^-iri/} yjj-Jl) — n ' -ypb:°;p^ixT 

(N- (2-^DD-4-[ (7-tHD + y-6-^h + y-4-^/ 
U;U) ^^x^W — N ' -^OkMUtfUT, 80rag) ,M^^7'J>i7A (13 
8mgh 3 -yot- 1 -yp/W-^ (0.027ml) £N,N - ^;i/*;PA 
K (lm 1 ) l:^LIST"18llfr B »bfe. ^^&fM^^ {CtK ^*D^. . ^P 

p^;PA-yp/NV-;i/ (3/1) -rfflffiLfco wm^MtK^^- h u ^at 

'H-NMR (CDCh, 400 MHz): <50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 5 - 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2H), 3. 21 (d 
d, J = 7. 1Hz, 12. 9 Hz, 2H), 3. 87 (t, J = 5. 6Hz, 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz, 2H), 4. 81- 
4. 87 (m, 1H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 69 (s, 
1H), 7. 03 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 14 (d, 
J = 2. 7Hz, 1H), 7. 36 (s, 1 H), 7. 43 (s, 1 H), 8. 20 
(d, J = 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

148 ; N- [2-^7PP-4 - ((6-^h^y-7 - [2 - (4 - ^^ 
)\>\±^VJ) Ih^y] - 4 -^/U;i/} ?Mr^) 7x-JH — N ' -ypb: 

Mm (N — (4 - {[ 7 - (2-7*DtX h=^» - 6-^h + y-4- + ;U 
Jl] tti/) - 2-^DD7i-JW — N ' -7'D t°;i/^7l/T, 5 0mg), 
*U!7A (13 8mg), 1 -^^;Utf^^>?> (0 . 0 5 5ml) £N, N-zS 
^ W^A7$ F (1ml) Kigfi?L^i&Tl 80#P«#L7e o MJft^^C 
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7K^tp^., ^□□^;uA-yn/ty-;u (3/1) -vmttiLr^ ^mm&m?^ 

U IlOM§5 4mg 1 iK^10 0%Tt#7^ o 

'H-NMR (CDCI3, 4 0 0MHz): 50. 92 (t, J = 7. 3Hz, 
3H), 1. 4 9- 1. 6 2 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t, J = 4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t, J 
= 6. 1Hz, 2H), 4. 7 5 -4. 8 5 (m, 1H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 34 (s, 1H), 
7. 42 (s, 1H), 8. 19 (d, J=9. 0Hz, 1H), 8. 42 (d, 
J = 5.1Hz,lH) 

HM##HB ( E S I -MS, m/ z): 5 2 8 (M + + 1 ) 

HMffiJ 149 :N- (2-^PD-4 - { f 7 - ->X h ^ :» - 

6 h^->- 4 -^yj;i/i^-^'>> ^x-;u) -n' -7°ae;t^i^y 

ISC** (N — (2-^DD-4-[ (7-tHD + y-6-^h + y-4- + / 
U;W t*y]7xZJH — N ' -yDtiVP^I/T, 80m g) (13 
8mg), 2 y — ;p (o.02lm 1 ) &N,N-y^f Ji/*M7S h* (l 

ml) ?C?g#?L^Tl8f^r«#Lfc, KJtm^mzy^tWX, 7no*M- 
7"OA7-Jl/ (3/1) Ttt&ttiLfc. fll^i/MthU^A^il^ » 

'H-NMR (CDCh, 4 0 0MHz) : 50. 9 6 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, J =4. 4Hz, 2H), 4. 
28 (t, J=4. 6Hz, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
77 (d,J=8. 3 Hz, 1 H) , 7. 08 ( s , 1H), 7. 08 (dd, J = 2 . 
7Hz, 9. 0Hz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 2. 9Hz, 1 H) 
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mmm 1 50 .• n- {2-znu- a-\ a - { 2 -r 

— n ' -ypbf;i/^ixT 

M^f (N- (4- {[7- (2-7"nWh^y) - 6 - ;< h - 4 - * / 

U;i/]^-+5/} -2-^a7iz;W -n' -y°n}dJUOUT, somg) ,i*gg 

#'J^A (l38mg), 2- U^7$7) x^y-;i/ (o.040m 1 ) £N,N- 
y^fWA7$H (lml) {C^L^aTl8l^ra«J^Lfe. EJttfg#4fcK: 
zKSAnA, ^nn^;UA-yaAV-;U (3/1) Tffiffibfc. W«8SS*l7Kfilt 

'H-NMR (CDCh, 4 0 OMH z): 5 0. 9 7 (t, J = 7. 6 H z , 3 H), 
1. 54-1. 65 (m, 2H), 2. 42 (s, 3H), 2. 69 (t, J = 5. 
1Hz, 2H), 3. 00 (t, J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7Hz, 2H), 3. 6 4 (t, J = 5. 1Hz, 2H), 3. 
99 (s, 3H), 4. 26 (t, J = 5. 6Hz, 2H), 4. 66-4. 69 
(m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 70 (s, 1H), 
7. 09 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 39 (s, 1 H), 7. 47 (s, 1H), 8. 24 (d, J 
= 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1H) 

mmftmm (e s i -ms, m/z) : 5 0 3 (m + + 1 ) 

MMM 151 :N- (2-^DD-4- {f6-^h^->-7 - (3 -=E)Vt£\) 
/7'D^y) -4-^;'JJH^y} 7xz;i/) -N ' -y'DWl/T 

JS** (N- (4- {[7- (3-7"Ot7"D^y) ~6-^h^y-4-^ 
^'J^+y) -2-^DP7ai-^) — N ' -7°U¥)luU7. 52mg) 
^#U<^A (138m g), ^E;i/^'J> (0.044ml) &N,N-y/^MM7$ 

h (lmi) izmmLmu-vi8mmm&Ltzo Km^mzyK^m^, 

;PA-yo/\V-;U (3/1) TfitmjLfc. Mil^^K^lg^HJ^AT^ 
23m g> iR^44%T?#Jto 
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'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6Hz, 3H), 

1. 4 9 - 1. 6 0 (m, 2H), 2. 02-2. 11 (m, 2h), 2. 40- 

2. 47 (m, 4H), 2. 52 ( t , J = 7. 1Hz, 2H), 3. 21 (dd, 
J = 7. 1Hz, 12. 9Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4H), 3. 9 
5 (s, 3H), 4. 20 (t, J=6. 6Hz, 2H), 4. 7 0-4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz, 1H), 6. 64 (s, 1H), 7. 0 
4 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 15 (d, J = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 (d, J = 9. 0 
Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

^fijffij 15 2: N-[2-^Dn-4- (6-^h^>-7- {f3 - (4 

JSC** (N — (4- {[7- -6-^h^~>-4- + 

JVJl/]**i/} - 2-^7PP7x^) — N ' -ynt: 0 ;i^!/y, 52mg) ,^ 
^#U^7A (l38mgK (0.055ml) £N,N-^5^;U 

H (lml) !:i»LSfiTl8iff B 1I^l/: 0 ^^^^/K^ JDx., 
^on*M-7'n/V-Jl/ (3/1) TttttJL7c 0 «S^^7j<^±hU^7 

{fc£-#7£4lmg. lK4s76%Tt#7Co 

'H-NMR (CDCh, 4 0 0MHz) : (5 0. 9 2 (t, J = 7. 6Hz, 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 02-2. 10 (m, 2h), 2. 23 (s, 
3H), 2. 3 0 - 2. 5 6 (m, 8H), 2. 52 (t, J = 7. 3Hz, 2H), 

3. 20 (dd, J = 7. 1Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz, 2H), 4. 83-4. 92 (m, 1H), 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s, 1H), 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 
35 (s, 1H), 7. 42 (s, 1H), 8. 19 (d, J = 9. OHz, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

H a^Wffi ( E S I -MS, m/ z ) : 5 4 2. (M + + 1 ) 
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MMM 1 5 3 : N-r2-^DP-4 - ( 6 - ^ b^z/ - 7 - (r 3 - (1 H— 1 , 
2, 3 - hUTV-;U- 1 7Wy1-4-^7'JJH ttis) 7x 

hUTV-;K0.41ml), l-yni-3-^DD7'D/0 (0.79ml) , 3 ^fc^r 
h^y^;P7>^E-^A (lOmgh & £ZS 3 M7m<ti- b U^AtK^ (i m i) 
^T-trh> (10ml) K^flfU SO-CTlSWI^L-TCo ^^^(CzK^Ja^, 

ML, tpfflfe (327mg) £?#7c. 

^ (N — (2-7DD-4-[ (7 - h HD4-->- 6 - ^ h^->- 4 -c^/ ij 
;P) 3-*z/]7 x~;i/} -N' -yDtf;i/>i7l/T, 80m g) ,^^7^U^7A (138 
mg), itu SB <?} (43mg) ^N.N-y^fMMTSF (lm 1 ) 

LgO^TrSBt^iS^Lfco ^^?g^(C7j<^*nA, 7DD*M-7'a/\7-^ 
(3/1) -cmmLfzo MSSr*7jc«^-hU^AT^L, MffiTzg^® 
SLTf#^n7c^$^r v ^no^A / J-)b-vmffiTZ>H?LC\Z<kr)%ii$£ 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m, 2h), 3. 26 (d 
d, J = 7. 1Hz, 13. 2 Hz, 2 H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t, J = 6 . 6Hz, 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d, J = 5 . 1Hz, 1H), 6. 77 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2 . 
7Hz, 1H), 7. 36 (s, 1 H), 7. 51 (s, 1H), 7. 61 (s, 1 
H), 7. 67 (s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 47 (d, 
J = 5. 4Hz, 1H) 

MMi (ESI-MS, m/z): 511 (M + + 1 ) 

^t&m 154 :N-r2-^7DD-4 - ({ 7 - f 3 - ( 1 H — 1 — < $ gVU ;j/) 
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-f 5 ¥ y-;P(680mg), 1 -7*Dt- 3 -ZUUZfnny (0.79ml). 3"^^ 
h^^l/T^-^A (lOmgK *5J;^3M7K^b^-hU^A7K^ (lml) 
&y±b> (10ml) f3f£^U 50t:Tl8B#P^#L;Co ^Jfo^-^fCTK^JJO*., 

t?U 4>Wft: (1- (3-7nnyDtfJP) -1H — f=x^V-;k 525mg) £ 
f#7£. 

(N — (2-5'DD-4-[ (7-t h*D^y-6-/h^y-4-^y 
U;U) t+y]7x-JH — N ' -yDtiVl/^l/T, 80mg) ^^U^A (13 
8mg), itu £B <Z) 4" f^f* (42mg) 5N,N-y/fMM75F (lml) 

mis8ox:-c 3mm&WLtz 0 Kmm&mz7k&m?L. 7nn*M-7n/v- 

§2U ^H<D{b£-#l£:23mg, iK^23%T#feo 

'H-NMR (CDCb, 4 0 OMHz) : fiO. 91 (t, J = 7. 3 Hz, 3H), 
1. 4 8 - 1. 6 0 (m, 2H), 2. 2 7 - 2. 3 6 (m, 2H), 3. 20 (d 
d, J = 6. 8Hz, 12. 9 Hz, 2H), 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t, J = 6. 8Hz, 2H), 6. 39 (d, 
J = 5. 4Hz, 1H), 6. 90 (s, 1H), 6. 98-7. 04 (m, 2H), 
7. 12 (d, J = 2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. OHz, 1H), 8. 41 (d, J = 
5 . 4 H z , 1 H) 

HMffiJ 155 : N - (2-^/DD-4-f (7 - [2-\zs ~>X^ 
^) T^yiXh^y} -6-^h^y-4-^/'J^) t^yl7x-;H — N 

JSC** (N — (4- {[7- (2-7DtIh^y) - 6 - p< h4^>- 4 -^y" 
■J;i/]^-^->} - 2-^OD7x-^) -N* -7/n tf;i/^l/7\ 50mg) 
TJ'J^A (l38mg)> 1 - *^)V\Z^7i?> (0.055m 1 ) SrN,N — i/ jt^Jl/jis 
JIJa 7 5 h' (lml) (Z^L^-^TlSBtr^it^Lfco SJC&^^tCTK&iPA, 
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^dp^a-7°d/v-jp (3/i) x-mttivfco &mm&m*mmi-bvv 

1 H - NM R (CDCh, 4 0 0 MH z): (5 0. 92 (t, J = 7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m. 2H), 2. 74 (t, J=4. 9Hz, 4H), 3. 
04 (t, 3=4. 9Hz, 2H), 3. 15-3. 24 (m, 2H), 3. 60 
(t, J = 5. 1Hz, 4H), 3. 94 (s, 3H), 4. 17 (t, J = 5. 
0Hz, 2H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 75 (s, 1 H), 
7. 04 (dd, 3 = 2. 4Hz, 8. 8Hz, 1 H), 7. 14 (d, 3 = 2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J 
= 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
MMffl 156 : N - {2-^DD-4-f (7 - { 3 - r>? (2-b^n^ ->X^ 

JKfl (N — (4- {[7- (3-7*nt7"n^y) _ 6 _^ h ^, > _4_^ 
/U;U]^-+->} - 2-^PD7iZjH — N ' -7°oWl/7, 52m g) M 
mtlV^A (138m g), f/X^y-;UT5> (53mg) *N,N-J?>^^A 

7S H dm 1 ) £»#L£fflTl8B#MJft#Ljfc. £JSjg^4fcK:7fc£ini;5L, 
□ *J|/A-7"DAV-J1/ (3/1) "PaUlLfc. »«^^7K^^ h 

1 H — NM R (CDCh, 400 MHz): (50. 89 (t, J = 7. 3Hz, 3H), 
1. 4 6 - 1. 5 6 (m, 2H), 1. 9 7 - 2. 0 5 (m, 2H), 2. 6 3 (t, 
J = 5. 1Hz, 4H), 2. 69 (t, J = 6. 1Hz, 2H), 3. 19 (d 
d, 3 = 7. 1Hz, 13. 2 Hz, 2H), 3. 60 (t, 3=4. 9Hz, 4 
H), 3. 94 (s, 3H), 4. 32 (t, J = 5 . 9Hz, 2H), 5. 27- 
5. 35 (m, 1H), 6. 37 (d, J = 5. 4Hz, 1H), 6. 94 (s, 
1H), 7. 01 (dd, 3 = 2. 9Hz, 9. 0Hz, 1H), 7. 10 (d, 
3 = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d, J = 5. 4Hz, 1 H) 
«*##ftt (E S I -MS, m/z ) : 5 4 7 (M + + 1 ) 

nmm 157 :n- {2-^00-4 -r (7- { 3 -r 

mm (N- (4- {[7- (3-^Dt7'n^y) -6-^H^v-4-4i 

yu;i/]^v} -2-^no7i^) — n ' -ynifjiouy, 52ms) ,m. 

^#U^A (l38mg), 2- (^f^75y) X^/-;l, (0.040ml) £N,N- 
y^fMJl/A7 5 K (lm 1 ) Jc^L^Tl8Bf P^#L7c, >E^-&#J{C 

7K^Jnx., ^no^;i/A-7°D/\v-;i/ (3/1) TttffiLfc„ 

U mm<D4k&y>)$: 5 lmg, J&^98%Tt#/r 0 

' H — NMR (CDCb, 400 MHz). -<50. 91 (t, J = 7. 6Hz, 3H), 
1. 45-1. 59 (m, 2H), 2. 05 (t, J = 6. 8 Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J = 5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz, 2H), 3. 20 (dd, J = 6. 8Hz, 12. 9 Hz, 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz, 2H), 5. 0 0 - 5. 0 8 (m, 1H), 6. 40 (d, J = 
5. 1Hz, 1H), 6. 79 (s, 1H), 7. 03 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, J = 2. 7Hz, 1H), 7. 4 2 6 (s, 
1H), 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 4 
0 (d, J = 5. 4Hz, 1H) 

RSMt (E S I -MS, m/z ) : 5 1 7 (M + + 1 ) 

jdiffjl 158 : N-[2-^DD-4 - ({6-^h^->-7-f4 - (1 H— l , 
2, 3-h'J77-^-l-^^) 7'h^yl-4-t;'JJH 7xX 

;H-N' -7°nej^i/7 

h UTV-;K0.41ml)> 1 -7Dt-4-^PD^> (0.93ml) > BVit^b 
y^J-^yy^i^ A (lOmgh &£tf3M7kMit± b U ^A7lC»a? (lml) £ 
T-feh> (10ml) fdigfiPU 50 < CTl8B#^iS^L7to £j£>^WC7.k£Jn*.. 
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«U ^WJtt (1- _ 1H _ 1> 2 , 3-HJ7V/— ;k 

314mg) 

JSCft (N- {2-^DD-4-[ (7-kHD + y-6-/h + j/-4- + y 
U;P) t*y]7x-;H -N' -7°nhf;P^l/7, 80mg) ..JfeBfe* U £A (13 
8mg), Mifi^ + ra^ (48mg) ^N.N-y/fMMJS H (lm 1 ) \Z1& 

;P (3/1) Tft&fBLfc. #*»£&7kfifcI^MJ£AT<S»U SETil^ 

■H-NMR (CDCh, 4 0 0MHz): 50. 96 (t, J = 7. 3Hz, 3H), 

1. 54-1. 65 (m, 2H), 1. 88-1. 98 (m, 2h), 2. 14- 

2. 24 (m, 2H), 3. 26 (dd, J = 6. 6Hz, 13. 2 Hz, 2H), 

3. 99 (s, 3H), 4. 20 (t, J = 5. 9Hz, 2H), 4. 55 (t, 
J = 7. 1Hz, 2H), 5. 00-5. 06 (m, 1H), 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J=2. 7Hz, 1H), 7. 37 (s, 1 
H), 7. 49 (s, 1H), 7. 6 8 - 7. 72 (m, 2H), 8. 26 (d, 

J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 
H*#*rffi (E S I -MS, m/z ) : 5 2 5 (M + + 1 ) 

HMffiJ 159 :N- (2-^DD-4-r (6 - ;* H=E^ - 7 - {f5 - (1 H— 

l, 2, 3-hU7'/-^-i-^ji.) ^>^;n^->} -4-^yj;i/) a- 

h UJV- ;K0.41ml), 1 -70t- 5 nnO&> (l.Omlh svik^- 

h^y^Jiyy^-ryA (iom g h #«fctf3M7KB&ft^MJtf Azfcjgjfc dmi) 

£7-feh> (10ml) £Jg»U 50 < CTl8B#rfljtj^L7to S^^-&^(C7]<^ilP^, 
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§SJL, rpfflfc (1- (5 -?DD^>fJ[.- 1 H- 1 , 2, 3-h'J7y-Jk 
390mg) £r?#7c 0 

M*4 (N — { 2 □□- 4 -[ (7-kHo + y-6-^h + i/-4- + y 
t+y]7x~M — N ' -yotf;p^UT, 80m g) U #A (13 

8mg), SU^O + IBlft: (51mg) ^N.N-y/fMMJS F dm 1 ) ICjg 

;U (3/1) !T«Ji*#l7K«KK^-hU^AT<6«L, MJEETig*££ 

'H-NMR (CDCh, 4 0 0MHz) : 50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m, 4H), 3. 21 ( d 
d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H). 4. 38 (t, J = 7. 1Hz, 2H), 4. 86-4. 
94 (m, 1H), 6. 41 (d. J = 5. 4Hz, 1H), 6. 71 (s, 1 H), 
7. 03 (dd, 3 = 2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1H), 7. 51 (s, 
1H), 7. 64 (s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 
(d, J = 5. 4Hz, 1H) 
Si^frl (E S I - MS, m/z ) : 5 3 9 (M + + 1 ) 

jjjjsffU 16 0: N-r2 □□- 4 - ({7 -f4 - ( 1 H— 1 = j^VU ;p) 
7'h^yl-6-^b^y-4-^;'JJl/} ±±>0 7i^H-N' ZlZ^gik 

-f 5 ^ V— ;P(680mg), l-7*0 ; E-4-i7n07^> (0.93ml) . 3 Vit^ h 

?7^}1<T dOmg), *5«fc^3M*ae^ h u u&TkmWi (lml) £ 

T-th> domi) 5QV,x'immm.wvtz 0 Ki&m&m\zfr&-mx* 

SSU 4»IBH*: (1- (4-^Dn7fJW - lH-^S^V-Jk 756mg) £t# 

fee 
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WsPc (N- {2-^DD-4-[ (7-hFD*y-6-^h + y-4-^y 
U;i0 ^y]7xZjH — N ' - fuMfrVUT. 80mg) .fttt* U £A (13 
8mg), & «fc tfltu*yi <D «f M#: (48mg) *N,N-^f ^^7$ H (lm 1 ) 

(3/i) Tifimbfco wtijf h u ^at^u «eet» 

'H-NMR (CDCh, 4 0 0MHz): (5 0. 96 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3 - 1. 9 5 (m, 2H), 1. 98- 

2. 08 (m. 2H), 3. 25 (dd, J = 6. 8Hz, 12. 7 Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz, 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s, 1H), 6. 97 (s, 1H), 7. 06 (s, 
1H), 7. 08 (dd, J = 2. 9Hz, 9. 3Hz, 1H), 7. 18 (d, J 
= 2. 7Hz, 1H), 7. 37 (s, 1 H), 7. 49 (s, 1H), 7. 58 

(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4H z , 1 H) 

Mtfo&\ 161 : N - (2-^DP-4 - (T6 - * 7 - ( 4 - bf' J 

^h^) -4-4^/'J-;H^->} 71ZJI/) — N ' - (2, 4->?7;i/ 

WM (N ' - {2-^DD — 4-[ (7-tHo + y-6-^h=t : y-4- + 
^-V/U— ;p) ^'>]7i-;H -N* - (2, 4-y7MD7i-;W r>U- 
7\ 8 0mg) ,mMt) U "^A (I38mg), 4-70D^f;i/b°'Jy>Ii^ (4 
lmg) SN.N-^^WATSH (lm 1 ) fcigfl? L3£ifiT18l$Wft# L 
/to S/iS^^^fdTK^lJPA., ^Dn^A-7D/W-^ (3/1) -effltiBL/to 
^r«»2r^zK«EK^- h U 7A«L, «£ET««*«*LT»e>nfcS8SSX 

— T^UT&fcf^u ^M^fb-&t;^5 0mg, J»52%-ct#7c 0 

'H-NMR (CDCh, 400 MHz): <54. 03 (s, 3H), 5. 46 (s, 
2H), 7. 0 3-7. 11 (m, 1H), 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d, J = 5. 9Hz, 2H), 7. 56 (d, J = 
2. 7Hz, 1H), 7. 61 (s, 1H), 7. 95 (s, lH), 8. 09-8. 
18 (m, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 57 (s, 1H), 
8. 63 (d, J = 5. 9Hz, 2H), 8. 81 (s, lH), 9. 30 (s, 
1H) 

mmmi 62 n- (2-^qd-4 - h^>- 7 - (2-^;^'; 

7Xh4^» -4-^±VU-;H^-^'>} 7i-j|/) — N ' - (2. 4-iS7 

M£f (N' - {2-7Dn-4-[ (7-tKn + y-6-^h + y-4-^ 
t^'J^W t+y]7i-JH — N ' - (2, 4 -^7;1/^-D^il-;I/) 
7, lOOmg) (857m gK l,2-y7'nti^> (0.085m 1 ) £ 

N,N-y^fWA7SF (lml) fC^?L^Tl8l^OT#L7t 0 SJtSii 

&VolZ7k&MA. ^nn^;UA-yo/\V-;i/ (3/1) -ettttiL/iio 

#fc#U (N- (4- {[7- (2-7*DtXh + -» -e-^^^^- 

4-^ , / l J^]t+yJ -2-^DD7i^) — N ' - (2, 4-^-7^ 

■*u7 3L-)i) ryuy) *%tz. a ^mw, i%mxv<yA (i38m g ), ^;i/*u> 

(0.05ml) ^N,N-y7fMM7SH (lml) f3?g#p L^^Tl8B#^jt^ 
Lfeo ^/ft^-o^^K^D*.. £ □□aK;PA-7°PAV (3/l) TjfitBL7c 0 

'H-NMR (CDCh, 4 0 0MHz) : 6 2. 5 4- 2. 6 3 (m, 4H), 2. 
85-2. 94 (m, 2H), 3. 66-3. 73 (m, 4H), 3. 97 (s, 
3H), 4. 2 5 -4. 3 2 (m, 2h), 6. 7 7 - 6. 8 8 (m, 2.H), 7. 
09 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 
2 5 7 (s, 1H), 7. 2 6 4 (s, lH), 7. 44 (s, 1H), 7. 90 
-7. 99 (m, 1H), 8. 22 (d, J = 9. 0Hz, 1H), 8. 56 (s, 
1 H) 
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ff*##TM (ES I -MS, m/z) : 5 8 6 (M + + 1) 
^£#1163 : N- (2-^DD-4- {r 6 - * - 7 - 

J7°n-#Jri/) - 4-*±VV-M3-3rz/} y x.~)U) -1ST - (2, 4 - 
7MD7irj|/) 171/7 

JKtt (N- (4- {[7- (3-7*D ; E7'D^» - 6 -^ h ^^_4_^ 
tyj^l/jt^y} - 2-^nD7iZJW -N* - (2, 4-y7J^P7 
xx;i/) "7^7, 59m g) ,jRK*Ul>A (857m g), =E)W) > (0.043ml) £ 
N,N-y^?MM7SF (lm 1 ) E»»LMTl8l5Mlt#Lfc. 
&go\Z7k&]m&> 5 nnjjxM-yn/v (3/l) TffltfJLfc. 

#U ^HCD^-a^£53mg, iR^89%T#7Co 

'H-NMR (CDCb, 4 0 0 MH z): 52. 06-2. 16 (m, 2H), 2. 
4 3 - 2. 5 7 (m, 4H), 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6 . 6Hz, 
2H), 6. 79-6. 91 (m, 2H), 7. 14 (s, 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1H), 7. 29 (d, J 
= 9. 0Hz, 1H), 7. 33 (s, 1H), 7. 49 (s, 1H), 8. 26 (d, 
J = 9. 0Hz, 1H), 8. 61 (s, 1H) 
RMftffiM (E S I -MS, m/z) : 6 0 0 (M + + 1 ) 

164: N-f2-^7DD-4- ({6-^h^->-7-r3 - (4-^^- 
)y^^V2l 7 , D^'>l-4-4 : t'/'J^} *±iS) 7iZJM-N' - (2, 
4-y7MQ7iZ^) "71/7 

JSC** (N — (4- {[7- (3-7'Dt7"n^y) - 6 - ;< h + ->- 4 
tV'J-Jl'jt+y} - 2-7D07I-JI/) — N ' - (2, 4 - v^l/^D -7 
i-iH OUT, 59mg) ,gtR*U«5A (l38mgh 1 -^;Hf^;/> (o. 
055ml) ^N,N-y/fM^A7$H (lm 1 ) K&#LSfflTl8B#Wift#L 
7c 0 KJ&ig^&fcTk&in*.. ^ □□^;UA-yn/W -;U (3/1) Ttttfclb7c„ 
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1 H — NMR (CDCh, 4 0 0 MH z ) : 52. 0 1-2. 12 (m, 2H), 2. 
23 (s, 3H), 2. 23-2. 80 (m, 8H), 2. 51 (t, J = 7 . 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 ( t , J = 7. 2Hz, 2H), 6. 
73-6. 87 (m, 2H), 7. 13 (dd, J = 2. 7Hz, 9. 0 Hz, 
1H), 7. 24 (d, J=2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s, 1H), 7. 44 (s, 1H), 7. 91-8. 00 (m, 2H), 8. 2 

1 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 
^ffiMl 6 5 : N — {2-^PD-4-[ (7 - { 3 -f 

yiya^x} -6-y h4^>-4-^y*'j-;u) ^^i? 

— N ' - (2, 4 -^yjl^-ny ^yy 

WM (N — (4- {[7- O-yDtyn^y) -6-;*h^>-4-^ 
t'/U-jl/jt+y} - 2 PD7x-^) -N* - (2, 4-y7MD7 
^7l/T, 59mg) ,j^#U^7A (l38mg), 2- (/hJl/7$;) X 
9S—)V (0.040ml) §N,N-y/fJl/MA75 K (lm 1 ) fciSapi^flLri 
8B#^iS^Lfeo RJEBiS'&*JC7K*JnA. (3/1) 

'H — NMR (CDCh, 4 0 0 MH z):<52. 06-2. 16 (m, 2h), 2. 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, 3=2. 7Hz, 9. 0Hz, 1H), 7. 28 (d, J=2. 
7Hz, 1H), 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 59 (s, 1 H) 
ftS##TM (E S I -MS, m/z ) : 5 8 8 (M + + 1 ) 

16 6: N-f2-7PD-4- ({6-^h^->-7~r2 - (4-7^ 
)±Jd^2^lZJ. I^yl-4-^/U^} ^±kl - (2, 4 

JEW (N — (4- {[7- (2-7D«h^y) - 6 h=^>- 4 -^y 1 
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U;P]^"^->} - 2 -^70P7i-JW -N' - (2, 4-y7;i/tn7x-;i/) 
50mg) .M^J'J^A (l38mg), 1 -^^;[/hf^^ *J> (0.055m 1 ) 
$N,N-y^^*M75 H (lm 1 ) f~^L^T18Bf ^«#L7c 0 Kits 

M-&voiz7k&mz.. >7uu7k)iK-7°un; -)i (3/D T^ffibfco ^mm 

'H-NMR (CDCb, 4 0 0 MHz) : 52. 31 (s, 3H), 2. 40-2. 
75 (m, 8H), 2. 95 (t, J = 6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d, J = 5. 1Hz, 1H), 
6. 85-6. 96 (m, 3h), 7. 12 (dd, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
40 (s, 1H), 7. 47 (s, 1H), 7. 94-8. 03 (m, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 1Hz, 1 H) 
gytffi! 1 6 7 : N — {2-^aD-4-r (7 - {2-f (2 - t h'D^yXfJI/) 

— N ' - (2, 4-^7MD7i-^) frU7 

M*4 (N — (4- {[7- (2-7DtIh + y) - 6 h + x- 4 -^7 
U;P]^-^~>} - 2 -7D07x-J« — N ' - (2, 4-y7J|/t0 7xrjW 
■51/7. 50mg) ^g^U^A (l38mg), 2- (^W^y) x^/-^ 
(0.040ml) §:N,N-y7fMM75F (lm 1 ) £ig#L/£i&Tl8l$|BJ 

mwvfco Ki^u^m\z7^mx. 7nn^-7°D/v-jp (3/1 ) -c*4 

'H-NMR (CDCb, 4 0 0 MH z):<52. 44 (s, 3H), 2. 71 (t, 
J=4. 9Hz, 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0 - 6. 9 3 (m, 2 H) , 
7. 11 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6 - 8. 0 4 (m, 1H), 8. 
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25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
mMWl 68 : N- (2-47DD-4 - (r6-p<h^'>-7 - (3-^E;P^'J 
;7°D^y) -4-^;UJ|/l^y} 7x-Jl^) — N ' - (2, 4-^:7^ 

mm (N- (4- {[7- (S-^a^yn^y) 
y'JJ^y} - 2 -^DD7x"JW — N ' - (2, 4-y7MD7xZ 

50m g) ,jKK*U^A (138m g), ^Ptfv U > (0.044ml) £N, 
N-y^?MM75H (lm 1 ) fc»#LMTl8lSM«#L&. £j&jg'& 
yolZ7k&1}UZ.. yDD^I/A-7°DAV-^ (3/1) Tj&fcBL-£: 0 W^Jf^M 

1 H — NMR (CDCh, 4 0 0 MH z) : 52. 0 6-2. 16 (m, 2h), 2 . 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J =6. 6Hz, 
2H), 6. 47 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 9 3 (m, 2H), 
7. 06 (s, 1H), 7. 12 (dd, J = 2. 7Hz, 9. 0 Hz, 1H), 

7. 22 (d, J = 2. 9Hz, 1H), 7. 42 (s, 1H), 7. 47 (s, 
1H), 7. 9 5 - 8. 0 4 (m, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 

8. 48 (d , J = 5 . 4Hz, 1H) 

MMW 1 6 9 : N- (2-^DD-4 - {\ 6 - * h^ri/- 7 - ( 3 - fcf U 
*±*js) -4-^;'JJ^y| 7x-J^) — N \ - (2, 4-z/7)lifn 

N — (2-^DD-4-[ (7-tHo+y-6-^h + y-4-4 i y | J>'W 
t+y]7xZJH -N* - (2, 4-y7Mn7xr;W V UT (55mg) , 
j^^U-y-A (31mg), 3 - tf U U P U (22mg) SN, N-v 5 * 

WWATSh* (1ml) fcigflPU 80S7?ll^rait*fL7t. M/£T?£*g£@£ 

LT»6>nfc3S$tCfiSlP^B67K*^- h U 0 A 7j< ;L, £ o n*;UATffltti 
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'H-NMR (CDCb, 4 0 0MHz): 54. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m, 2H), 
7. 10-7. 16 (m, 2H), 7. 31-7. 3 5 (m, 1H), 7. 48 (s, 
1H), 7. 54 (s, 1H), 7. 86 (d, J = 7. 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m, 1H), 8. 32 (d, J = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d, J = 3. 9Hz, 1H), 8. 77 (s, 1 H) 

l 70 :N-r2-^cm-4- ({6 - * b^ris- 7 -\2 - (1H-1. 2, 

3-h'J7'/-J^-l jjV) X h^vl- 4 -*rJ U;l/} 7x^12 

N ' - (2, 4 )l3rW7 3L~ )l) WT 

N- (2-^nn-4-[ (7-kFP + y-6-^h + y-4- + yiJJW 
^-^->]7oi-;i/} — N ' - (2, 4-y7Jl/tP7x-;W (55mg) , 

M^'J^A (31mg)> 2- (1H-1, 2, 3 - h U 7 >/-;!/- 1 — f )V) X 
4 -y^T^- 1 -^<>if>XJl^- b (36mg) £N, N-^*5P;!/* 

Mrs h (lmi). tcjg^L, mmrmm^m^Lxn 
zntcmz izffitu mmymj- b ij <y Aymm&m 7i, z> u u * )v a t a a t, 7c „ 

'H-NMR (CDCh, 4 0 0MHz) : (5 4. 0 2 (s, 3H), 4. 53 (d, 
J=4. 9Hz, 2H), 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 
1 H) 



HlfJ 17 1 :N- (2-^h^y-4 - {[6-*b*zs-7 - (3 -^^zK'J 
;7°D^y) - 4 -^-j-V*'J XJI/] ^-^->} 7iZJ^) — N ' -7°U¥)lrJl/ 
7 
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N-4- [(7-t + h4^>- 4 -^VU -2 

h^rzyy x.-Jl} -N' -ynt°;i/^7|/T (lOOmg), m^#U^A (1 
38mg), 1, 3-^0^0/^ (5 6mg) £N, N-y^fMM7 
(5ml) i:^b^i&T3l^rWLfc. «JEET»«£«3cLfc»£nfc 
8$C*§M, i70D$W2 -yunj— )V (4/1) TjflfcHLfc. 

;p-C8fc#U N — (4- [7- - 6 -^h^^>-4- 
=^^-V/U— ;H t+->-2-^h + y7xZJl/} — N ' -yDh 0 ;i^l/7£ 5 3 
rag, iK^4 1 %Tt#7c 0 N— (4 - {[6 - - 7 

h*is- 4 -^V'J- ;U] -2-^n07x"JH — N ' -t/nt?;i/ 

!>U7 (5 0mg), jKit^U^A (6 0mg), N-^^;Phf^^> 5 > (10 0 
Ml) £N, N-y7fMM7$h' (2ml) CgjSLSigtl 6S$fW 

T h??7 -IZ^OmmL. ^HcD-fb^^ 2 2mg, «4 2%Tf#/to 
'H-NMR (CDC 1 3 , 400MHz): 60. 97 ( t , J = 7 . 6Hz, 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r, 4H), 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br, 4H), 3. 87 (s, 3H), 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2-4. 6 4 (m, 1H), 6. 65 (s, 1H), 6. 7 
9-6. 85 (m, 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1 
0 (d, J = 8. 5Hz, 1H), 8. 62 (s, 1 H) 
«*#-*JT{fi (ES I - MS, m/z) : 5 2 6 (M + +1) 

S*l»iJ 17 2 : N — (2, 4 - ^:7;i/:fr P 7 — 2k> ~N' - (2 - pt h^'>- 
4 - (C6-/h^y-7 - (3 -^B;i/7fr'J 7 - 4 - ±± V U _;!/] 

N- (2, 4-y7MD7i^J0 — N ' -4- [(7 - t Fn + y- 6 
h^->- 4 -=^V'U -2-^h + y7x~JWl/7 (3 7 5m 
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g)> SkWLtlWJ* (442mg), 1, 3-yyDtyn/t> (2 4 2mg) £ 
N, N-y7^MM7SH (5ml) l:jS»LiilT3ll|ffli|j$lfc. «J£ 

#U N — {4- [7- - 6 h=^>-4 -=^y 

Ux;|/] 2 h3r^7 3L-)V) -N' - (2, 4-y7MD7 x - 

;W ^^752 10mg, 1K^4 5 N- (4 - {[6 - (3 - 7u=Ey 

-N' -^nmU7 (13 0mg), KUX?;P7S> (0. 5ml), ^ 
#U> (0. 5ml) £N, N-y7WM75 K (4ml) l:jS#L/iift 

y'J*y;^OTh^77^-l:j;DiiL < *1©^$8 lmg, JR3S6 

2 %-ef#7tc 

'H-NMR (CDC 1 a , 4 0 0MHz) : 6 1. 9 7- 2. 0 0 (m, 2H), 
2. 39 (br, 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H), 3. 88 (s, 3H), 3. 98 (s. 3H), 4. 25 (t, J = 
6. 3Hz, 2H), 4.. 27-4. 3 1 (m, 2H), 4. 6 2 -4. 6 4 (m, 
1H), 6. 84 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 7. 03-7. 
07 (m, 2H), 7. 2 8 - 7. 3 4 (m, 1H), 7. 38 (s, 1H), 7. 
55 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s, 1H), 8. 
7 4 (s , 1 H), 9. 18 (s , 1 H) 
WMfttftM (E S I -MS, m/z ) : 5 9 6 (M + + 1 ) 

SMMj 73 :N- (2-p<h^>-4- {r6-^h=^->-7 - (3-^E;Ufr 

Mm (N- {4-[ (7-tHD + y-6-^h^y-4- + ;'JJW ^-=^->] 



- 2 h + ->7i-JH — N ' -7°nh>'7l/7, 80mg) JS^U^A (l 
38mg), 1,3 -^nt^D/O (0.10m 1 ) SN.N-y^fWATS 
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(lml) fc«#U£ffiT18l$IHH*#U&. Rlfcm&mZTk&tiQZ., ^dd^ 
A-yPAV-;P (3/1) T&ttJLfc. W^M^*l7K«^-hU^AT^L, 

pkmtlWA (l38mg), =E)V^)> (0.040ml) ^N.N-y^^MMTS H 

(lml) £«*U£iftTl8li*|8!«#L&. SfSSg^fciKlzkSijnA, ZnuftJl 
A-7°o/V-JP (3/1) Tfflffibfc. W««*M7KaEBt^>U^AT«J»L, 

WjBETiSlft b~ct# b nfc^ ^^dd *;i/A/ * ^ y — ;i/TJgwr 5 ~> u 

/v— o 

'H-NMR (CDC13, 4 0 0MHz) : 50. 9 5 (t, J = 7. 6 Hz , 3H), 

1. 5 2 - 1. 6 9 (m, 2H), 2. 06-2. 15 (m, 2H), 2. 43- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H), 3. 23 (dd, 
J = 6. 1Hz, 12. 9Hz, 2H), 3. 6 7 - 3. 7 2 (m, 4H), 3. 
81 (s, 3H), 4. 00 (s, 3H), 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz, 1H), 6. 68 (d, J = 2 . 4Hz, 1H), 

6. 76 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H), 8. 12 (d, J=8. 8Hz, 1H), 8. 44 (d, 
J = 5 . 1Hz, 1H) 

MMM 174:N- (2-*b*~>-4- {[6 - ^ b^jy- 7 - ( 4 - bf U y 

mm (N- {4-[ (7-kFD + y-6-/h+y-4- + /UJl/) ^+ ->] 
-2-/h + y7iZJH — N ' -:/Db: 0 ;i^l/7\ 80mg) ,mMt) U >^A (l 
38m g), 4-7DD^^Jl/t t iJy>i|iS (48mg) &N,N - v^^Ptf^A 
75 h* (lml) £»#LMTl8P3H8K#Lfc. SJftiii^Wc yD 
□ ^A-7°n/V-;P (3/1) Tfl&tiJLfc. W*«&M7K8ftS8±MJ£AT? 

'H-NMR (CDC13, 4 0 0MHz) : 50. 9 5 (t, J = 7. 3Hz, 3H), 
1. 52-1. 69 (m, 2H), 3. 24 (dd, J = 7. 3 Hz, 12. 9H 
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z, 2H), 3. 82 (s, 3H), 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 

68 (d, J = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 

z, 1H), 7. 37 (s, 1H), 7. 42 (d, J = 6. 1Hz, 2H), 7. 

59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H), 8. 43 (d, J = 

5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

17 5: N-X^-N' - (4- (r6 h^y- 7 - (2-=E)\,ft 
'J/Xh^'» -4-t; i JJi/1t^y} -2, 5-y^f;i/7xZ^) 

(N-X3MI/-N' - {4-[ (7-hFD + y-6-^h + y-4- + 
7U;U) 2, 5-^^7i-JH ^l/7\ 76mg) U 

(l38mg), l,2-y7 s D : EX^> (0.085ml) 5N,N-y^fMJ^7S 
F (lm 1 ) £^LgifiTl8l#rBJ*#L,£:. jKJ^M^fCTKSSnA. 7DD* 
;PA-yDAV-;U (3/1) TttitSLfeo W»»£&*ffi&:^MJ#AT<£jft 
U »flETflSttE&e*LT»^nfcg|$«:X— T-;UTifc#L, (N — (4 

- {[7 - (2-7'DtX h + x) - 6 h^->-4-=^y U;P]^'» - 2, 
5-i?^fJI/7i-;W -N' -IWI/7) +W#, 

(l38mgh ; E;i/^U> (0.044ml) SN.N-y/^MT^ F (lm 1 ) 

'H-NMR (CDCla, 4 0 0MHz) : <5 1. 10 (t, J = 7. 3 Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H), 2. 53-2. 59 (m, 4H), 
2. 88 (t, J = 5. 9 Hz. 2H), 3. 20-3. 30 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H), 6. 16 (s, 1H), 6. 2 
3 (d, J= 5. 4Hz, 1H), 6. 88 (s, 1H), 7. 35 (s, 1H), 
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J = 5. 1Hz, 
1 H) 
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Mt&M 176 : N-T4 - ({ 6 - pt h^~>- 7 ~r3 - ( 4 - * g^k 2 
•/□^yl-4-^;UJH -2, 5 -v^^l^x^l/i-N' -7° 

□ mi/7 

jgC& (N — {4-[ (7-th*n + y-6-^h + y-4-^;UJW 
-2, 5-5?*<?)V7x.=.M -N' -^PWl/J, 80mg) U 
A (l38mg)> 1, 3-y7*D ; E7 s n/\ , > (0.10ml) £N,N - i/^ 3Mktf;;i/A 

75 f cim i ) \zmmismuT*i8mmm.wvrz. Kmu^mz^-mpL, ?u 

n*JlA-7°u/^/ -JU (3/1) Tttffibfc. M*^*E7]<M^-hU^AT 

- (4- {[7- (S-yDtyo^y) -6-^h^y-4-^y'JJl/]t+ 
->} -2, 5-y^fJP7x-;W -N' - 7°U \L)V7 VT) <H#fc„ 
j^^D^A (138m g), 1 -^^;l/t 0 ^^>?> (0.055ml) £N,N - 
^;l/AT5 K (lml) }c^L^Tl8fi#P^^L^o M^£-WC7j< 
OUU-fc)VK-7°unj -)V (3/1) TtftffiLfe, W^S^^tK?^^^- h U ^ 
A«L, M/ET^$S^®^LTt#e»n^c^^^, X-rJ^itl, gill© 
ib-&#)^33mg, W31 %Tf#7c 0 

'H-NMR (CDCb, 4 0 0 MH z):<50. 91 (t, J = 7 . 6Hz, 3H), 
1. 50-1. 58 (m, 2H), 2. 07-2. 20 (m, 2h), 2. 12 (s, 
3H), 2. 23 (s, 3H), 2. 28 (s, 3H), 2. 33-2. 70 (m, 
10 H), 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s, 
3H), 4. 24 (t, J = 6. 6Hz, 2H), 4. 64-4. 76 (m, 1H), 
5. 9 5 - 6. 0 5 (m, 1H), 6. 27 (d, J= 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 39-7. 43 (m, 2H), 7. 54 (s, 1H), 8. 
42 (d, J = 5. 1Hz, 1H) 

KS^tlfffl (E S I - MS, m/z ) : 5 3 6 (M + + 1 ) 

177 :N- (2, 4 - y7Mn7x"Jl/) — N ' -f4 - ({ 6 h 
^y-7-[2- (1H-1, 2, 3-h'J7'/-^-l--fJl/) 
-^7U;H ttis) -2, 5 -^^^;|/7j:-^1^1xT 

(N — (2, 4-y7MQ7i-JW — N ' - {4-[ (7-hh*D + 
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y-6-^h + y-4- + ;'JJW ^->]-2, 5-^?;P7i-jH # V 
7, 93mg) .j^K^U^A (l38mg), 2- (1H-1, 2, 3-HJ7V— 

;i/-i--r;u) x^;i, 4-^)V- i-^>^>7.)Vy^-r—b (52m g ) * 

N,N-y^fMM7 5F (lm 1 ) fc»#U80t;T5l$|H!fll#L&. &Jfc£l 

-g>mz7k&i®pi. ^on^A-7*D/v-;p (3/i) Tfc&tBbfco ^mm* 

30%Tf#7Co 

'H-NMR (CDCb, 400 MHz): 52. 10 (s, 3h), 2. 19 (s, 
3H), 4. 01 (s, 3H), 4. 51 (t, J=4. 9Hz, 2H), 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J = 
5. 1Hz, 1H), 6. 7 5 - 6. 8 8 (m, 2H), 6. 90 (s, lH), 7. 
36 (s, 1H), 7. 58 (s, 1H), 7. 60 (s, 1H), 7. 73 (s, 
1H), 7. 99 ( s , 1 H) , 8. 08 (dd, J = 9 . 3 Hz, 15. 1Hz, 1 
H), 8. 4 1 (d, J = 5. 1 Hz, 1 H) 

mmm 1 7 8 n' - (2 -?dd-4- {r6-yh^->-7- (2 

uyxh^-» -4-^/01;^^) 7xz;i/) -n, NLii£2i£2k$ 

1/7 

(N ' - {2- 9 UU- A-\ (7-th*n4 1 y-6-^h + y-4- + 
t7'J-;W ^'>]7iZJW -N, N-5?yWl/7, 80mg) U 
(138m g), 1,2 -y7*n^X^> (0.085m 1 ) ^N.N-y^f^M 
75H dm 1 ) tC»»UM"Cl8RffBia*fLfc. >5^^-&#JtC7j<^7Jn^, ^ 
P^;i/A-yp/W-;U (3/1) -CfflttiL/fc. WttM HJ£ AT 

- (4- {[7- (2-7Dtih + y) -6-^h^y-4-+t7'J-^]t 
+ -2-^aD7i-W — N, N-y/^7 1^7) <H#7Co ^IBHfc, 
S* 'J (I38mg), ^&;i/^U> (0.043ml) ^N,N-y7fMM7 5 H (l 

mi) \zmm^u-c— mm.&Ltz a Kj^m^mz^mpL, ^00^-7" 

OAV-;U (3/1) TfflffiL7Co tiI^7MthU^AT^fL, «JBE 
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cfcDMSgU St®GDfc£-#l£72mg. JK^72%Tf#7t 0 

'H-NMR (CDCh, 4 0 0MHz) : 6 2. 58-2. 66 (m, 4H), 2. 
90-2. 98 (m, 2h), 3. 08 (s, 6H), 3. 70-3. 79 (m, 
4H), 4. 02 (s, 3H), 4. 2 9 -4. 3 7 (m, 2H), 6. 97 (s, 
1H), 7. 15 (dd, 3 = 2. 7Hz, 9. OHz, 1H), 7. 24-7. 
26 (m, 1H). 7. 29 (s, 1H), 7. 49 (s, 1 H), 8. 36 (d, 
J = 9. 3Hz, 1H), 8. 6 0 (s, 1 H) 
ft*##rM (E S I -MS, m/z ) : 5 0 2 (M + + 1 ) 

^MM 1 79 :N' - (2-^oa-4 - {r6-^N4^>-7 - (4 - ^E;|/zK 

'Jy^^y) - 4 -4^/'J-;n:<f-^>} -n, n->^5p;i^ 

1/7 

J1C*4 (N ' - (2-^nn-4-[ (7-tFD + y-6-/h + y-4- + 
t7'J-;W t+y]7i-;H — N, N-^^;WU7, 80mg) U 
^A (138m g), l,4-y7'P : E7^> (0.12ml) SN.N-^^MMJ 
dm 1 ) llj§j»bSfi-Cl8lipr B »Lfc. ^^^^-#J(37j<^*nA> ^no 
^A-7°D/\V-^ (3/1) Tfl&fctJLfc. fll^MiT-h'J^AT^ 

(4- {[7- (4-7 , nt7*h + y) -6-/ h + y-4-^t7'J^]t+ 
^} - 2-^nP7x"JW -N, N-y^f;WL/7) £f#7c„ cflB!#, 
TJ'J^A (I38mg)> ; &;i/^U> (0.043ml) $N,N-y^f j|/*M75 h' (l 

P/W-;U (3/1) TjftfcBLfc. W««*&7KlM^MJ*ATft«U MJEE 
Ti80&£@5& LT*§ £>nfc^£ £ ;7 P P #;i/A/y< ^ y — )U~cmmT -SHPLCfC 

'H-NMR (CDC1 3,400MHz): 6 1. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H), 2. 3 9 - 2. 5 0 (m, 4H), 3. 67 (s, 
6H), 3. 64-3. 75 (m, 4H), 4. 02 (s, 3H), 4. 21 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd, 3 = 2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s, 1H), 7. 28 (s, 1H), 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1 H), 8. 36 (d, J = 9. 
3Hz, 1H), 8. 5 9 (s, 1 H) 

^flfiffil 180 :N' - (2-^7PD-4- {f6 7 - ( 4 — fcf' J 

2_ 

Jgn (N' - { 2 PP- 4 -[ (7-kh*P + y-6-^h + y-4- + 

^-yj ^-^->]^x-;p} — N, N-'^f;^l/7, 50mg) ,K86*»J 

"j7A (138m g), A-^UU^J-)V\±^Vy^mM (49mg) £N,N->**?\>U 
' *^A7$ K dm 1 ) (ci§«?L^iaTl8^ra8K^L75:. K^jl^lfefcTK^JnA, 
^pp*;PA-:7 0 p/\V-;U (3/1) TffltHLfc. W««&M*aEBS±hU«i7 

'H-NMR (CDCh, 4 0 0 MH z): 53. 07 (s, 6 H) , 4. 07 (s, 
3H), 5. 32 (s, 2H), 6. 97 (s, 1H), 7. 15 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 26 (s, 1H), 7. 29 (d, J = 2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1H), 7. 55 (s, 1H), 8. 
37 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 
6 . 1 H z , 1 H) 

fi^tl (E S I - MS, m/z ) : 4 8 0 (M + + 1 ) 

^MffiJ 18 1: 2 - {T4- (3-^DD-4- U 5 J) 

tpy-fr-MT^ ; } 7iy^^) - 6 -y 7 -^y*u ~;h^=^} 

7t^- h 

HC** (N ' - {2-^pp-4-[ (7-hHo + y-6-^h ;i t 1 y-4- + 

t+y]7i-;H -N, N->^3MI/^l/7\ 50mg) >J 
^A (l38mgh (49mg) SN,N-y^fM^A75 K (l 

ml) fc»»LMTl8B#ratt#Lfc. SiS^'&^toK^n^ ZnafrjlA- 
-7°unj-)V (3/1) TttffiLfeo ^$IJ1 £ Sft^± MJ ^ A Tl£*tU M 
ffiT^^SrSi L/Tt# £>njfc39l£ * 9 P P ^ y — JUfSBBT 3HPLC 
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'H-NMR (CDCb, 4 0 0MHz) : 53. 07 (s , 6H), 3. 8 2 (s, 
3H), 4. 06 (s, 3H), 4. 87 (s, 2H), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 18 (s, 1H), 7. 
29 (d, 3 = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 36 (d, J = 
9. OHz, 1H), 8. 6 0 (s, 1 H) 

jyjMi 82 :N' -\2-2un- 4- ({6-* h^>-7- f3- (4-* 

JBW (N ' - { 2 □ □- 4 -[ (7-tFD + y-6-/h^y-4- + 

^-yg-jl/) t+y]7iZjH — N, N-i^^^Jl^UT, 400mg) ,m.mtt 

OVA (966m g), l,3-y7'n ; E7'D/1> (0.51m I ) £N,N - ~J^^)Vt^)V 
A7 5H (5ml) ^^L^MTl8^Rg8Ki$Lfe. EJttfl^'ttfcTfcfcin*., * 
□ D*M-7'DA7-^ (3/1) TttfflLfc. W»J1 £&7kfifcBS:*-MJtfA 

' - (4- {[7- (3-7'Ot7*n^y) -6-^^y-4-WJ~ 

-2-^nD7i-;W — N, N-5?^fJWl/7) &398mg, iR 
^78%Tf#7Co "fWft: (51mg), &kWt% W & (l38mg)> l-^^MUf^v 5 
> (0.055ml) ^N,N-y/5 : MM7$H (lm 1 ) f£igfi¥L^iSTl8B#R3 
Jft#Lfc. SJtSffi^«I»C7K*JD^., ^ PD*^A-/n/V (3/1) Tfc& 

'H-NMR (CDCb, 4 0 0MHz) : 52. 06-2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 30-2. 60 (m, 10 H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t, J = 6 . 8Hz, 2H), 6. 96 (s, 1 H), 
7. 15 (dd, 3 = 2. 7Hz, 9. OHz, 1 H), 7. 29 (d, J = 2 . 
7Hz, 1H), 7. 30 (s, 1H), 7. 48 (s, 1H), 8. 36 (d, 
J = 9. OHz, 1H), 8. 59 (s, 1 H) 
H*##HB ( E S I - MS, m/z ) : 5 2 9 (M + + 1 ) 
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^mmi 83 : N' - {2-^an-4-r (7- {3-f 

7jc-;|/} -N, N-^f;i/»l/7 

M£f (N' - {2-^on-4-[ (7-tFD + y-6-^h + y-4-^ 
^/U-;P) t+y]7i-JH — N, N-v?^;i/r>l/7, 400mg) 
U^A (966m g), l^-y^Ptyo/O (0.5lm 1 ) SN,N-S?^fM;|/ 
A75 K (5ml) tC*»LMTl8«FlWJi^Lit. SJ&iE'&il&fcTk&JD*., ^ 
□ OTts;l/A-yP/NV-;U (3/1) TtttBLfc. W««€*7ic^^-h 1 J^A 

-ett«u «jET»«*e*LT»6nfca$*x— t-^t^l, (n 

' - (4- {[7- (3 -^D^-7°n#+~» -6-^h + ->-4-^ , /U- 
;U]^-^'>} -2-^OD7i-JW -N, N-5?^f;WU7) £398mg, IR 
¥78%Tt#£ia *W#: (51mgh K^'J^A (l38mg). 2- 
X^y— ;U (0.040ml) ^N.N-y^fWAySF (lm 1 ) \Z&Mls&M. 

1 H — NMR (CDCh, 4 0 0 MH z): 52. 0 1-2. 11 (m, 2 H), 2 . 
25 (s, 3H), 2. 52 (t, 3 = 5. 1Hz, 2H), 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J = 5. 1Hz, 2 
H), 3. 98 (s, 3H), 4. 23 (t, J = 6. 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s, 1H), 7. 44 (s, lH), 8. 3 
1 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
«S#tJHS (E S I - MS, m/z ) : 5 0 4 (M + + 1 ) 

miMffl 184 : N- (2-^DD-4 - {[6-/ - (3 - tf^'J vj/ 

7 a - 4 z ^t7u pj-^v} 7iz;n -n' 

N-(2-^70D-4-[(7-tHD + y-6-^h + y-4 - +t , /'J-;W 
^-^~>] 7xZJH -N' (2. Og) SN, N-y7?M^ 

A75H (5 0ml) hU7i-M77-f>(2. 8g), t^'Jy 
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y~?Urt;-)V (0. 9g), yXfJl/7^M+y7-h (1. 9g) ^ 
inbfc, 2 mfflMl&'VMWWi. hU7xZj^X7^>(2. 8g), tf^u^y 
yo/W-;U (0. 6g), i?T.9-)VTVi?ti)VS : *ri'7- h (1. 9 g) Sfftf 

^7 DP^;pA/^^y-;p (20/1) tms^^s/Utj^i^p-t vtf^yj 

-\Z& Oiib, ^tm<D{k^ty%: 6 5 Omg, JW2 5%Tf#7c 0 

'H-NMR (DMSO-de, 40 0MHz) : 5 1. 3 7 - 1. 4 3 (m, 2H), 

1. 4 3 - 1. 5 3 (m, 4H), 1. 9 6 - 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d, J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 ( t , J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H), 8. 17 (d, J = 9. OHz, 1H), 8. 55 (s, 1 H) 

mmttffim (esi-ms, m/z ) : 5 0 0 (m + + 1 ) 

gill 8 5 : N- (2-^DP-4 - {[e-^N^-?- (3-bf^U>V 

yp^^y) -4-^7-/'J-M ^->} 7xnjp) -n* -x^;i/frlxr 

N-{2-^PD-4-[(7-t h*D + y- 6 - ^ h + y- 4 
yfiri/} 7i-JH — N ' -I^;WU7 (2. 7g) £N, N — 

(3 0ml) fcjggU h'J7xzM7s7^f >(3. 6g), fcf^Uv 
7 7°OAV-;l/ (1. 2g), ylW7y*M^y7-h (2. 4g) £3§ 
UOLTCc 2P$& , i^ffiT8Kj*N£, h'J7x-MX7^>(3. 6g), fcWJ >V 
7°un;-)V (0. 8g), ylfJl/TV^M + y?- h (1. 9 g) £W 

7PO*W^^/-^ (2 0/1) 'T!mM'1r2>5s x )tlV)V>7 D7 h^ 7 7^ 
-K:J;9ffi$gU mm<Dik&®)& 1 . 5g, 1K^4 2 %Ttffeo 
'H-NMR (DMSO-ds, 4 0 0 MH z): 51. 08 (t, J = 7. OHz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7 - 1. 5 3 (m, 4H), 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 
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6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, J = 2. 7Hz, 1 H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J = 9. 3Hz, 
1 H), 8. 5 5 (s , 1 H) 

K«##tM (E S I -MS, m/z ) : 5 1 4 (M + + 1 ) 
H»!J1 8 6 : N- (2-^DD-4 - {[6-^h^~>-7- 
h±iS) -4-^yu;u] ^~>} 7i-J^) -N' - (2, 4-^^;|/^-D^ 

N - {2-£nn-4- [(7-hHn + y-6-^h + y-4- + / /'JJW 

4^>] 7iZjM — N ' - (2, 4-y7MD7x-JW OUT (5 5mg), 
mffi.tJW \U (6 2mg), 4- (7no^fJW fcf U^>4ftK*fi (2 2mg) £ 
N, N-y7fJ^M75 F (1ml) 8 Ot:T 1 raifflflMfcLfc. M 

'H-NMR (DMSO, 400 MHz): 3. 98 (s, 3H), 5. 41 (s, 
2H), 6. 56 (d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 1H), 
7. 2 5 - 7. 3 7 (m, 2H), 7. 47 (s, 1H), 7. 4 9 - 7. 5 2 (m, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m, 1 H), 8. 24 (d, 
J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 60-8. 
63 (m, 1H), 8. 81-8. 83 (m, 1H), 9. 30-9. 31 (m, 
1 H) 

K£#*Ht (E S I -MS, m/z ) : 5 6 3 (M + + 1 ) 
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7 0%3>7^X>h^5£"etSL, IrHMT 9 6 ^x;W£:7V— 
■^xJH. 5 X 1 0 5 mi:Mmisfz o 3 7tTl^tbfcf, ^1^0. 5% 

G F §**Sii&J&*5 0 n g/m 1 £ O f'^JlQ U 3 7tT8m 

*5i«l/fc. *«lSI»5feLlffllia&U>Ka«^31*4toK (pH7. 4) 7r#fc 

oJ^^aWf^ (l%Tr i tonXlOO, 2mM^hA'tyM 
^"h'J^A, 1 mMlf U>y75>4 M 2th'J £ A h U 

fti^7K (pH7. 4)) ^10/1 lSftllxfc. 4t:TlBff B 1iIbT«^pJM 

-fb^p a n^^±ct DMA) $ffl^A;7nyf^ >4f£frofc. 

(DVEGFata^'J >»1APK1^ 10 0%, S^ftl^^VEGF 
##£TT<£> U >^fbM A P Kil: 0 % <t LT, #»#fK#3ET*T?© U >^<bM 
APK$^ftt. d©U >ggfkM A P K$t«fc 0 M A P & 5 0 %ffl. 

w-rzvHz&mtsitiLtiimnomm ( i c i( ) ^ll 
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thKDR^h7>77x^y 3 >LfcNIH3T3 ilfflJ®(Sawano A et al„ Cel 
1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
h factor")^ 5 %j^#7W >^zl^-^F*J{C& 1>T 1 0 % V ~>J£f?MS£"a-tTD 
ME umm (GIBCO BRL*±=fcOi!SfA) T 5 0 ~ 7 0 %n >^;Ux> h £ 

uz&xmmLtzo &misfzmM&mt&m-cn7-'fy?^y'i n-h967x 

)WJ& y 1/ - He 1 . 5 x 1 OWwe 1 1 i?i5i:^(:ill3 7<CTrl(&i£ 

is ^izmm^^rz^mmm^^^juzmuuvT 3 7t;i?ii; 1 mmmm^rz,, 

k hffiMAlJfilf rtS^iif (£IT, V E G F £0§T) $1^11^ 1 0 0 n 
g/m 1 £&3cfc5fC«]U 3 7tT2MM$»LL «i*^L/ffl 

ifi*u>K««±aiftjft7K ( P H7. 4) x*m&'&. vsmmmm (2 omM h 

EPES (pH7. 4 ) > 150 mM N a C 1 , 0. 2%Tri tonX-10 
0, lOSSGlycerol, 5mM 3r)l hn±z/)l&± h U^A, 5mMlf 
U>y75>4^i2thU7A, 2 mM N a 4 P 2 O 7) £ 5 0 ul 1 ^flp L, 4 

EL I SAffl7-f $U7°]/— h (Maxisorp; NUNCtti 0 ISA) \Z 
5 m g /m 1 COta phospho-tyros ine £/!#: (PY20 ;Tran 
sduction Laboratories f±=k DISA) £<a£f U >m.MW± 
SJt^k (pH7. 4) S5 0m 4"CTl^#aU@ffi<b^fT-p7c. 

yi/— N£r8fei£L-&&. 7Dy4 1 >^3 0 0 m 1 L^T 1 2 &MI»S L 

-a-, s siestas ^^^-^ajiKLfcti^^i gtt# (77y t Att 

S^f?ih?K&^nL/i5JESS:±J6TT'r D7l/- h U— ^— fcj; D 4 5 0 n 
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0%©KDRU >mtfefe. mWRZfV E GF &mmLT^fc^M&<DP%ytl£$: 
0 %©KDR'J >iMft<!:LT§^xJl/0KDRU 7c 0 3» 

Zmm^^tb. ^^#/KcDKDR U >^5 0 (ICso) 
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a 3 7 5 1 b*7s—-?mm mw&Kmmfi^&K) \m 2x1 om@£tj 

;^t-X7^h* (FalconS)iCilL, 3 7 TCTig* Lfco 5 ftHQSL 
7c. *fflj&£@5£^ (2 0 0tfg/ml) £^"tT5 0 ;t£ g/m 

m^\z\z (-) tut. 
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^—\Zt£Z>£o\Z lP4E-r-^fCS*#W-£L. 2 Omg/k g £ fcZ>& 3 IZ&m 



WO 00/43366 



PCT/JPOO/00255 



- 188 - 

fe^-^#!S#f¥c7)fflw«^TxiL> mmmmmmm (tgir) = a- 

Tx/Cx) X10 0£3&8&fc. 
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R6 r9 r10 




cj^n+^s. c 2 . 6 7;i/^r-;i/S, c 2 . 6 t;u^^;us, rhaS, s 
fcfirs yg£^u u®Cu7J^;n, CwT^n^v'S, CwT^^g 

O) -O- (R' J &££/R' 3 te, MfcttS&oTWbJ;<, 7fC*^*fctt 

c. ( 7^;n (z(DTju*)umz7kmm£fctzc,.iT)i=i*i/miz£.K)wm2 

*lT^T*>«fcH) SrS-T), SfcttSR"- (S) m- (R 14 «> Cm7J^;H 

>JK^> c,.,7J^;H, c,,7;i/n + yi, c,. ( 7;i/+;i/ftS, - hnl, * 

fc(J7 5;i^U <BU R 5 , R\ R'*5ct^R"$tT^7K*^S^-rc:i:« 
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y * « c m 7 )v n ^ <>g t «fc 0 $ nx v » t fe «fc ir i c w 7 £ «k 0 m& 

3zm iz ct: 0 km $ nx ^ t t> «k < , 

R"tt, C,„T)V^)Vm, C i .„7)V'r-)im, C«7^+r;H (C„7W 

itc^Tj^^^miz^omm^tiT^xh^), ^rMR i> - (ch 2 ) n - (n 

iio~4©is^ii, R"«fiSfBi:&ttTfiS?d© 3-7 M^mm^S^fcmi 
^;^^fe«c,. t 7;i/zi^^s{CcfcDKM$nT^Tfect<, t-fc, ffio^ni; 

ST) 

2. R\ R\fe«fctfR ,, a«7k*JD§C : P£i&T, 8»*« 1 fClBttO-ft^. 

5. it da) ©{b^«»*^tt^n&oig^wfcfi : «T€r**afcL<tt««E 



R24 r27 R 28 
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7c«»R 3 '- (CH:) p-O- (R"«, ADy>JRf. Tfcggg, C,,7^n^-> 
,3 N-C ( = 0) -O- (R ,2 *«fcaCR»tt % l^-i;£fcmftoTV>T*>«fc<» tK 



fc«fcB«»£ftTtr>Tfc«fcVO £^T), £fcte»R 14 - (S) m- (R ,4 te, C 

mte 0 1 p « 1 ~ 6 CD^gfc 

R 2 \ R 2 \ R 25 4oJ;tXR 2 ni, lig-jfe&fcmftoT^T&J;^ AD 

y>JiH% CmT;^;ps, c w 7;^+^s, c,.j;i/+jpftl, zhDi, 

^fc}i7 = yl^iL, ffiU R 2 \ R 2 \ R 25 *5ct^'R 26 ^T^7i<m^^^T^ 
R 27 &£^R 28 te, 1^ — £fcragft-3T^Tfc«fc<, 7k3StHt^ C M 7M;«, 

*feiiCH7;^*M-ji/S&^i« c w 7;^;i/SSfettc w 7;i/+;w^ 



7$; 



(75 



R"«, Cm7;p*;h, c 2 . 6 t;p^--;^, C:..T;i/^-;i/» (c,. 4 7;wu 

«C 1 .47 r ;i/Zi^v'S(C c ):DS^^nT^Tfecfc^) icfcteR 32 - (CH,) q- (q 
«0~4©It?:Sb, R 32 «tSfn^7c«^F§gfO(Z)6MMmJixCS^7 u c«1t^IS 
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7. R 2 '*<i;i;R !! ©^Ttl^-^#llCM7;i/3 + yS^b, fifjy^t 

sr 3 '- (ch,) p-o-^r^-r, mMm5izmm<Dik<£>v>)o 

8. R 2 \ R 2 \ R 2S &£ZSR 2i <D'pt£< tfelO^ADy>J|f$it, fflfjfc 

9. R 2 \ R>\ R 2i *cfc^R 26 cr)^^<ifelo^^iM^S^tty^m^ 

10. R 2 \ R 2 \ R"^J:^R :i ©/M< <h i o^CMy^iH^^t, 

11. R 2 \ R J \ R" & (D o % 2W?JH^L 1 SIDcD2o# 

12. R 2 \ R 2 \ R"^ c k^R 24 CO/>/ ci :< < hfelo^- hoi, C 

13. R 2 \ R 25 fect^R 2 '^7K^^^«L, R 24 ^7\Dy>^, c N 7JP 

1 4 . R 27 & cfc^R 2 '^^^7X*^&HT, It^Jl 5 lzmm<Dit<&%) 0 

15. R"^cfc^R 28 ©^Tn^S/i«M^^7j<*M^^©S^^-r, 

16. X^CHStfiN^L, 

R 2, *3ci:DCR 22 ^#g^cM7';Pn^^S^^L, 
R 2 \ R 25 ^i:tXR 26 ^7X^^^SL, 

R 2J ^v\py>^, Cm7;wps, c^^n^yS, jfeithns^ 
u 

r ct ex r 2s 7^7K mm"? £ ^ u 

R"^\ C^TJl^Jim, C^TJltr-Jims C^T)l^~)Vm (C^T)V*)V 

c^7)i'r-)vm&&uci- i T)i*-)im\$. -e-n-en, Any>jififc 

ttC^J^ + ylCiDii^tlT^TfeJ;^) £7"ctt- (CH,) q-R 32 (q 
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17. X^CHtfcttN^SL, 

R 2I £> «fc Z$ R 22 #^ggl C m 7 )V n * £31 L , 
R 2 \ Rv&tkZSR^ykmJMT&mV, 

u 

R 2 '^ct^R 28 cD^Tn^^^«M^^7j<*^^CDS^*L, 

R 2 '^\ CmJM^S, Ca.«T;W^r-;PS, C 2 . 6 7)l*-)im (C l . i 7Jl>*)l> 

ttCw7;i'n^^*»Cj;0*tftSnTliT i bJ:^) (CH 2 ) q-R 32 (q 

ttO £7c« 1 OSt^l, R n te/\n¥>m^-, C^7)V^)Vm^TMC^7)V 

n^^stcfc ot»$*iT^Tt>J:iJ7i- try swat, 

18. X^CH$fcttN4$L, 
R 2, ^et^'R 22 ^#m^C,. 4 T;i/Zi^->S^^L, 
R 2 \ R^cfc^R^K^JiH^^U 

r 24 ^ad^>m^, c,.,t;w^;us, CmT;uh+5/S, sfctt-hni^s 

R 2 '^>K augC^JB^ (75 S £ S L , 

r"**, c,. s t;u=^;ps, c 2 .,:r;i^-;i,a, c 2 . 6 7;i/^;i/S (c,,7;w 

ttCM7 , ;i/=l^^3£»C«fc0fliift$nT^Tfe«fcVO Sifctt- (CH 2 ) q-R 32 (q 

tto i cds^c^^l. R !2 [iADy>if, c w 7;p+;i/SSfcttCM7;p 

19. X^CH^fcfiN^l, 
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- (CHa) p-O-Sr^U 

r 2 \ R'^^zsR'^mm^mv, 

R M a«Aoy>jK-?, c»T)v^)vm> CuTj^+yi, izfM-hnm&m 
u 

r 2 w> c.7;wuas, c 2 . 6 t;i^~;i^ c 2 . 6 T;i/^-;i/S cc^t;^;!/ 

itC^TJUn^-^miZ^Omm^tlT^X^^^) Itfcte- (CH 2 ) q-R" (q 

n^->s(Cct oii^ni^Tfe^^^x-m trusts, 

2 0. R 2, ^#e^C 1 .4T;i/Zi^>'S^SL, R J! ^1R 3 '- (CHO p-O 
HTfc«fctrO, £fcteSR' J - (S) m- (R l4 «, C,.4T;i/^Jl/S{c:J; 011$ 

* § </ i c ,.4 t ji^jim \z j: v) mm £ nt ^ x t> «t v easier?* «t ot^mr 1 ^ 

biliR$n^> l ~2iH<DSaM^^^-tf^?n^fettTtSfn<75 6Mi«^^^S^^ 
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